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DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 

NUMBER OF NODES IS 16 

STEREO ATTRIBUTES: NONE 

L3 559 SEA FILE=REGISTRY SSS FUL LI 

100.0% PROCESSED 13578 ITERATIONS 559 ANSWERS 

SEARCH TIME: 00.00.29 



=> fil caplus 

FILE 'CAPLUS' ENTERED AT 16:38:19 ON 06 JAN 96 

USE IS SUBJECT TO THE TERMS OF YOUR CUSTOMER AGREEMENT 
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To help control your online searching costs, consider using the 
HCAplus file when using the FSEARCH command or when conducting 
SmartSELECT searches with large numbers of terms. 
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DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 

NUMBER OF NODES IS 16 

STEREO ATTRIBUTES: NONE 

L6 536 SEA FILE=REGISTRY SUB=L3 SSS FUL L5 

100.0% PROCESSED 559 ITERATIONS 536 ANSWERS 

SEARCH TIME: 00.00.05 



=> fil caplus 

FILE 'CAPLUS' ENTERED AT 16:43:25 ON 06 JAN 96 

USE IS SUBJECT TO THE TERMS OF YOUR CUSTOMER AGREEMENT 

COPYRIGHT (C) 1996 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE COVERS 1967 - 6 Jan 1996 VOL 124 ISS 2 
FILE LAST UPDATED: 6 Jan 1996 (960106/ED) 

To help control your online searching costs, consider using the 
HCAplus file when using the FSEARCH command or when conducting 
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SmartSELECT searches with large numbers of terms. 

=> s 16 
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L7 ANSWER 1 OF 124 CAPLUS COPYRIGHT 1996 ACS 

1995:987946 Preparation of [(trlaiolyl)lndolyljBethylpyrrolldlnes as 
$-HTl-1tke agonists.. PUtassa, Victor Glullo; Sternfcld, Franclne; 
Street, Leslie Joseph (Merck Sharp and Oohne Ltd., UK). PCT Int. 
Appl. WO 9521167 Al 950810, 22 pp. DESIGNATED STATES: W: AM, AT, 
AU, BB, BG, BR, BY, CA, CH, CM, CZ, DE, OK, EE, ES, Fl, GB, GE, HU, 
JP, ICE, KG, HP, KR, KZ, Lit, LR, LT, LU, LV, MD, MG, MX, MW, MX, ML, 
NO, HZ, PL, PT, GO, RU, 50, SE, SI. SK, TJ, TT, UA, US; RW: AT, BE, 
BF, BJ, CF, C6, CH, C!, CH, OE, DK, ES. FR, GA, GB, GR. IE, IT, LU, 
MC, ML, MR, NE, NL, PT, SE, SN, TO, TG. (English). COOEN: PIXXD2. 
APPLICATION: WO 95-G813S 950124. PRIORITY: GB 94-2011 940202. 

AB Title coopds. (It R « H, Cl-6 alkyl), were prepd. Thus, 
4 , -(l,2,4-tr1azol-4-yl)phenylhydraz1ne and (2S)-N-tert- 
butoxyearbonyl-3-(pyrrol1d1n-2-yl)propanal were stirred In 4* aq. 
K2S04 at roco teap. -reflux to give 34* I (R = H), Isolated as the 
oxalate. I showed pEC50 .gtoreq.5.0 In a test of their ability to 
mediate contraction of the saphenous vein of rabbits. 

IT RN LIST MAY NOT BE COMPLETE: 154594-16-8 171550-13-3 
171550-14-4 mSSO-15-5 171550-16-6 
171752-92-4 



L7 ANSWER 2 OF 124 CAPLUS COPYRIGHT 1996 ACS 

1995:969448 Document No. 124:6823 Preparation of trlazole derivatives 
as serotonlnerglc agonists. Matassa, victor Glullo; Stemfeld, 
Franclne; Street, Leslie Joseph (Merck Sharp and Dohae Ltd., UK). 
PCT Int. Appl. WO 9521166 Al 950810, 49 pp. OES IGNATED STATES: W: 
AM, AT, AU, SB, BG, BR, BY, CA, CH, CN, CZ, DE, OK, EE, ES, FI, GB, 
GE, HU, JP, KE, KG, KP, KR, KZ, LK. LR, LT, LU, LV, MD, MG, MN, MW, 
MX, NL, NO, NZ, PL, PT, RO, RU, 50, SE, SI, SK, TJ, TT, UA, US; RW: 
AT, BE, BF, BO, CF, CG, CH, CI, CM, DE, DK, ES. FR, «, GB. GR. IE, 
IT, LU, MC, ML, MR, NE, NL, PT, SE, SN, TD, TG. (English). COOEN: 
PIXXD2. APPLICATION: WO 95-GB134 950124. PRIORITY: GB 94-2016 
940202. 

GI 




AB Title compds. [I; R » H, hydrocarbyl, heterocyclyl , etc.; Rl • 
cycloalkyl, alkoxyalkyl, aryl(alkyl), etc.; 1 of Y,Z = N and the 
other = (un)substltuted CH; Zl = bond, alkylene; Z2 = 0, 5, 
(alkyl)lmlno; Z3 = N, (alkyl-substltuted)CH; Z4 = alkylene; p = 0 or 
1; q ■ 1-*; P+q ■ Z-4], agonists of 5-HTl-11ke receptors, were 
prepd. Thus, (ZR)-N-tert-butoxycarbonylpyrrol1d1ne-2-propanal was 
cyclocondensed with 4-(l,2,4-tr1a*o1-4-yl)pheny1hydraz1ne (prepn. 
each given) and the product condensed with PhCHO to give title 
conpd. II. I had pEC50 of .gtoreq.5.0 for contraction of rabbit 
saphenous vein. 
IT 171182-ZO-OP 17UBZ-2L-IP 1711B2-22-2P 

17U82-Z3-JP 17118Z-24-4P 171182-25-5P 

171182-26-6P 171LBZ-27-7P 171L82-28-8P 

171182-29-9P I71L8Z-30-2P 171182-31-3P 
RL: BAC (Biological activity or effector, except adverse); 5PN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 



L7 ANSWER 2 OF 124 CAPLUS COPYRIGHT 1996 ACS (Continued) 
(prepn. of trlazole derlvs. as serotonlnerglc agonists) 
IT 171182-32-4P 

RL: RCT (Reactant); 5PH (Synthetic preparation); PREP (Preparation) 
(prepn. of trlazole derlvs. as serotonlnerglc agonists) 



L7 ANSWER 3 OF 124 CAPLUS COPYRIGHT 1996 ACS 

1995:933846 Document No. 124:688 The In vivo pharmacological profile 
of a 5-HT1 receptor agonist, CP-122,288, a selective Inhibitor of 
neurogenic Inflammation. Gupta, P.; Brown, D.; Butler, P.; ElHs, 
P.; Grayson, K. L.; Land, G. C; Macor, J. E.; Robson, 5. F. ; 
wythes. M. 0.; Shepperson, N. B. (Oepartnents of Discovery Biology 
and Discovery Chemistry, Pfizer Central Research, Sandwich, Kent, 
CT13 9NJ, UK). Br. J. Phaniacol.. 116(5), 2385-90 (English) 1995. 
CODEN: BJPCBM. ISSN: 0007-1188. 

AB The aim of the present study was to Investigate the 1n vivo 
phaniacol. profile of CP-122,288, an Indole-derlv. with a 
conformational ly restricted N-methylpyrrolldlnyl basic side chain in 
the C-3 position. This C-3 substltuent structurally differentiates 
CP-122,288 from the 5-HT1D receptor agonist sumatriptan, which 
possesses an N, N-dl methyl am! noethyl group. When administered prior 
to elec. stimulation of the trigeminal ganglion, CP-122,288 (0.3-300 
ng kg-1, l.v.) produced a dose-related Inhibition of plasma protein, 
extravasation 1n rat dura mater (nln. ED, MED, 3 ng kg-1 I .v., P < 
0.05; maximal Inhibition of plasma extravasation at 30 ng kg-1 l.v., 
P < 0.01). Sumatriptan produced a similar inhibition of plasma 
leakage in the dura, but at much higher dose levels (MED, 100 .mu.g 
kg-1 l.v., P < 0.05). Thus, CP-122,288 1s of the order of 104 fold 
more potent than sumatriptan. At all doses tested, CP-122,288 did 
not inhibit plasma protein extravasation measured 1n extracranial 
tissues such as the lower Hp, eyelid, and conjunctiva. In a sep. 
series of studies 1n the anesthetized rat, CP-122,288 (0.003-3 .mu.g 
kg-1 l.v.) produced no change 1n either heart rate or mean arterial 
blood pressure, thus demonstrating that doses of CP-122,288 which 
Inhibit plasma protein leakage In rat dura, are devoid of 
hemodynamic effects. Following a 5 n1n period of elec. stimulation 
of the trigeminal ganglion, a 20 n1n period of sustained 
neurogenic ally-driven plasma extravasation, occurring 1n the absence 
of elec. stimulation, was Initiated. By administration of the 
compd. 5 mln after completing the phase of elec. stimulation, this 
protocol permitted the evaluation of the activity of CP-122,288 on 
the ongoing and established Inflammatory event. CP-122,288 (30 and 
300 ng kg-1, l.v. P <0.01 and P <0.05, resp.) produced a complete 
Inhibition of plasma protein leakage which was consistent with Its 
effects when administered prior to trigeminal ganglion stimulation. 
In the anesthetized dog, CP-122,288 and sumatriptan, at 1-300 .nu.g 
kg-1, l.v., produced a dose-dependent redn. In carotid arterial 
blood Mow and coronary arterial d1an. These data demonstrate that 
sumatriptan Inhibits neurogenic inflammation in the rat (MEO, 100 
.mu.g kg-1, l.v.) and produces vasoconstriction In the dog, over a 
similar dose-range. Interestingly, doses of CP 122,288 that Inhibit 
neurogenic inflammation 1n rat dura mater (0.3-300 ng kg-1) were 
demonstrated to be devoid of vasoconstrictor activity In either the 
carotid or coronary vascular beds of dog. These data demonstrate 
that In the rat. CP-122,288 Is a highly potent and selective 
Inhibitor of neurogenic Inflammation 1n Intracranial tissues, at 
doses which are devoid of vasoconstrictor activity 1n dog. 
Potentially, CP-122,288 may be of use for the acute treatment of 
migraine, without the risk of cardiovascular side-effects. 

IT 143321-74-8, CP- 122288 

RL: AOV (Adverse effect, including toxicity); BAC (Biological 
activity or effector, except adverse); THU (Therapeutic use); BIOL 
(Biological study); USES (uses) 
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U ANSWER 3 OF 124 CAPLUS COPYRIGHT 1996 ACS (Continued) 
(CP-1ZZ.ZB8 pharaacol. profile as selective Inhibitor of 
neurogenic Inflaaaatlen in relation to nlgratne treataent) 



L? ANSWER 4 OF 124 CAPLUS COPYRIGHT 1996 ACS 

1995:772570 Docuaent No. 123:169499 Indole derivatives as 5-HTl-Hke 
agonists for use In algralne. Wythes, Martin Janes (Pfizer Ltd., 
UK; Pftier Inc.; PfWer Research and Developaent Coapany, 
N.V./S.A.). PCT Int. Appl. WO 9424127 Al 941027, 124 pp. 
DESIGNATED STATES: V: AU, BR, CA, CN, C2, FI, HU, JP, KR, NO, NZ, 
PL, RU, US; RW: AT, BE, CH, DE, OK, ES, FR, 6B, 6R, IE, IT, LU, MC, 
KL. PT, SE. (English). CO0EN: PIXXD2. APPLICATION: WO 94-EP1 121 
940411. PRIORITY: GB 93-8360 930422; G8 93-24433 931127. 

G! 




A9 The title coapds., 3- (pyrrol Idlnylaethyl) Indoles and 

3- (pi perldinylnethyl) Indoles I [Rl = (2-pyrrol1d1nyl)nethyl , 
3-pyrrolldlnyl, 4-p1per1d1nyl, (3-p1perld1nyl)aethyl; R2 = alkyl, 
oxoalkyl, etc.] were disclosed as selective 5-HTl-llke agonists 
useful In the treataent of algralne, cluster headache, chronic 
paroxysaal healcranla and headache assocd. with vascular disorders. 
A specifically clalned exaaple coapd. 1s 5-{3-hydroxybutyl)-3-[(R)- 
(l-aethyl-Z-pyrrol1d1nyl)aethyl]-l-H-1ndole (II). 
IT 143322-S6-9 

RL: RCT (Reactant) 

(prepn. of (pyrrol Idlnyl) Indoles 5-HTl-llke agonists) 
IT 143322-57-0 

RL: RCT (Reactant) 

(prepn. of (pyrrolldlnylaethyl) Indoles S-HTl-Uke agonists) 
IT 143322-46-7P U3435-71-3P IS343S-73-5P 
1S3525-3S-0P 153525-50-9P 153SZ5-51-0P 
167303-5O-6P 167303-51-7P 167303-54-0P 
167303 -55- IP 167303 -56-2P 1673 03 -63 -IP 
167303-64-2P 167303-66-4P 167303-67-SP 
167303 -71- IP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of (pyrrolldlnylnethyl)lndoles 5-HTl-llke agonists) 
IT 167302-44-SP 167302-45-6P 167302-46-7P 
167302-47-8P 167302-48-9P 167302-49-OP 
167302-S0-3P 167302-51-4P 167302-52-5P 
167302-S3-6P 167302-54-7P 167302-S5-BP 
16730Z-S6-9P 167302-62-7P 167302-63-BP 
167302-64-9P 167302-65-0P 167302-66-1P 
16730Z-71-8P 167302-72-9P 167302-73-OP 
167302-74-1P 167302-75-2P 167302-76-3P 
167302-77-4P 167302-78-5P 167302-79-6P 
167302-B0-9P 167302-B1-0P 167302-82-1P 
167302-B3-2P 167302-B4-3P 167302-92-3P 



L7 ANSWER 4 OF 124 CAPLUS COPYRIGHT 1996 ACS (Continued) 
167302-93-4P 167302-94-5P 167302-9S-6P 
167302-96-7P 167302-97-8P 167302-98-9P 

167302- 99-0P 167303-00-6P 167303-01-7P 

167303- 02-8P 167303-03-9P 167303-O4-0P 
167303-OS-1P 167303-06-2P 167303-07-3P 
167303-08-4P 167303-09-5P 167303-10-BP 
167303- 11 -9P 167303- 12 -OP 1673 03-13 -IP 
167303-14-2P 167303-15-3P 167303-16-4P 
167303-17-5P 167303-18-6P 167303-19-7P 
167303 -20-0P 167303-21- IP 167303-23 -3P 
167303-24-4P 167303-25-SP 167303-26-6P 
167303-27-7P 167303-28-8P 167303-29-9P 
167303-30-2P 167303-31-3P 167303-32-4P 
167303-33-5P 167303-34-6P 167303-3S-7P 
167303-36-8P 167303-37-9P 1673O3-38-0P 
167303-39-lP 167303-40-4P 167303-41-SP 
167303-42-6P 167303-43-7P 167303-44-BP 
167303-4S-9P 167303-46-0P 167303-47-1P 
167303-48-2P 167303-49-3P 167303-S3-9P 
167303-S7-3P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(prepn. of (pyrrolldlnylaethyl)lndoles 5-HTl-Hke agonists) 



L7 ANSWER 5 OF 124 CAPLUS COPYRIGHT 1996 ACS 

1995:685346 Docuaent No. 123:313694 Z+Y-ZH compounds as potential 

1,3-dlpoles. Part 44. Asyaaetrlc 1,3-dlpolar cycloaddltlon reactions 
of lalnes and chlral cyclic dlpolarophlles. Cooper, Daniel M.; 
Grlgg, Ronald; Hargreaves, Slaon; Kennewell, Peter; Redpath, Jaaes 
(5ch. Chea., Leeds Univ., Leeds, LS2 9JT, UK). Tetrahedron, 51 (ZB), 
7791-808 (English) 199S. CODEN: TETRAB. ISSN: OO40-40ZO. 

AB Metal lo-l,3-d1poles generated In situ froa both aryl and allpft. 
lalnes of .alpha. -aal no esters by the action of silver salts and 
tertiary aalnes undergo cycloaddn. at rooa teap. to give 
(aenthyl) furo[3,4-c] pyrrol ecarboxylates pyrrol opyrrol ecarboxyates . 
.pi. -Interaction between the dlpolarophlle carbonyl group and the 
aryl group In the aryl lalnes Is not required for good Induction. 
The stronger the base the faster the cycloaddn. with 
Z-t-butyl-l,l,3,3-tetraaethylguan1d1ne > DBU > NEt3. X-ray crystal 
structures of representative cyeloadducts established the abs. 
configuration of the pyrrolidine stereocenters . 

IT 170027 -89- IP 170027- 95-9 P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) * 




17 ANSWER 6 OF 124 CAPLUS COPYRI6HT 1996 AC5 

1995:575044 Oocunent No. 122:309995 Differentiating Penlcl Ilium 
species by detection of indole netabolltes using a filter paper 
netted. Lund, f . (Department of Biotechnology, Technical University 
of Oenaark, Lyngby, Den.}. Lett. Appl. Microbiol., 20(4), 226-31 
(English) 1995. CODER: LAMIE7. ISSN: 0266-6254. 

AB The indole secondary netabolltes chaetoglobosln C, eyclopiaionic 
acid, Isofualgaclavlne A and rugulovasine A and B produced by 
several PenleHliua species growing on Ctapek yeast autolyzate agar 
were detected directly m the culture using filter paper wetted with 
Ehrllch reagent dissolved 1n ethanol. The filter paper was placed 
on the mycelial side of an agar plug and the aetabolltes were 
visualized as a violet zone on the paper within 10 nln. It was 
shown that the coablned characters of the violet reaction on filter 
paper and the ability to grow on creatine sucrose agar occurred In 5 
out of 16 species of Pentcllllua exaad. A few addnl. staple 
norphol. and physlol. criteria were then sufficient for 
identification of P. caaeaberti, P. coaaune. P. discolor, P. 
expansua and P. rouefortt var. rouquefortl. 

IT 50645-76-6, Chaetoglobosln C 

RL: ANT (Analyte); AN5T (Analytical study) 

(Differentiating Penicl Ilium species by detection of indole 
netabolltes using a filter paper method) 
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1995:549880 Oocuaent No. 122:306133 Effect of a 5-HT1 receptor 

agonist, CP-122,268, on edeaa formation induced by stlaulatlon of 
the rat saphenous nerve. Kajekar, Radhlka; Gupta, Paul; Shepperson, 
Nicholas B.; Brain, Susan 0. (Vascular Biology Research Centre, 
King's College, London, SW3 6U. UK). Br. J. Pharaacol., 115(1), 
1-2 (English) 1995. CO0EN: BJPCBM. ISSN: 0007-1188. 

AB Neurogenic edeaa foraatlon In the rat hind paw skin Induced by elec. 
stlaulatlon of the saphenous nerve and aeasured by extravasation of 
(I25lj-albua1n, was inhibited by the 5-HT1B receptor agonist, 
CP-93,129, and the novel tryptaalne analog, CP-122,268. Significant 
Inhibition of up to 66* of control was obsd. with CP-122,268 (2 
.tlaes. 10-14 - 2 .tlaes. 10-7 aol kg-1) and CP-93,129 (5 .tines. 
10-7-5 .tines. 10-6 aol kg-1), with the n1n. ED for CP-122,268 being 
about 107 fold less than that for GP-93,129. Edeaa foraatlon 
Induced by the intraderaal administration of exogenous nedlators 
(substance P and hlstaalne) In rat dorsal skin was not Inhibited by 
CP-122,288 (2 .tlaes. 10-10 aol kg-1). These results suggest that 
CP-122,288 Is a potent Inhibitor of neurogenic Inflaaaatlon In rat 
skin and that the effect aay be due to a prejunctional inhibition of 
neuropeptide release. 

IT 14332.1-74-8, CP-122288 

RL: BAC (Biological activity or effector, except adverse); THU 
(Therapeutic use); BIOL (Biological study); USES (Uses) 

(neurogenic edeaa Inhibition by 5-HT1 receptor agonist CP-122288) 
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1995:521096 Document No. 122:310000 Hlgh-perforaance liquid 

chromatography comparison of supercritical-fluid extraction and 
solvent extraction of nlcroblal fernentatlon products. Cocks, 
Slnon; Wrtgley, Stephen K. ; Chicarel 11 -Robinson, N. Ines; Smith, 
Roger M. (Xenova Ltd, 240 Bath Road, Slough Berkshire, SL1 4EQ, UK). 
J. Chroaatogr., A, 697(1 * 2), 115-22 (English) 1995. COOEN: 
JCRAEY . 

AB The use of supercrlt. fluids for the extn. of blol. active compds. 
from the blonass of nlcroblal femns. has been compared with extn. 
using the org. solvents methanol and dlchloronethane. Coapds. 
representing a range of structural types were selected for 
Investigation. All the exts. obtained were exaad. by reversed-phase 
HPLC. The extractablllty of netabolltes using unmodified and 
nethanol-nodlfled supercrlt. -fluid carbon dioxide was exaad. In 
particular detail for six microbial metabolites: chaetoglobosln A, 
my co lutein, luteoretlculln, 7,8-d1hydro-7,8-epoxy-l-hydroxy-3- 
hydroxymethylxanthone-8-carboxyllc acid He ester, sydowlnln B and 
elalophylln. The extn. strength of supercrlt. -fluid carbon dioxide 
alone appeared to be lower than that of dlchloronethane. All the 
components of Interest that were extractable with dlchloronethane 
and methanol were also extractable with methanol -modified carbon 
dioxide. 

IT SO335-03-0P, Chaetoglobosln A 

RL: PUR (Purification or recovery); PREP (Preparation) 

(HPLC coaparlson of supercrlt. -fluid vs. solvent extn. of 
microbial fernn. products) 
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1995:517652 Docunent No. 123:33479 Synthesis of Ar1stotel1a-type 
alkaloids. Part XV. Total synthesis of (+)-hobart1nol . Dobler. 
Harkus; Anderson, James C; Juch, Mathlas; Borschberg, Hans-Ouerg 
(Lab. Org. Chen., Eldgenoesslschen Tech. Hochschule, Zurich, 
CH-6092, Swiu.). Helv. Ch1a. Acta, 78(2), 292-300 (English) 1995. 
COOEN: HCACAV. ISSN: 0018-019X. 




AB Synthetic (>)-makomak1ne was transformed In six steps Into 

(+)-(l7R,l8R)-l7,l6-d1hydrohobart1ne-l7,}8-d1ol ((*)-I) with an 
overall yield of 36%. This coapd. was shown to be identical with 
natural hobartinol, a nonoterpene Indole alkaloid from Arlstotelia 
australasica, originally believed to be the (17S)-ep1ner. At the 
saae tine, the synthesis of {-»)-! delineates the hitherto unknown 
abs. configuration of this metabolite. 

IT 1636U-32-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(total synthesis of hobartinol) 
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1995:466381 Document No. 122:256183 The pre- and postjunctional 
activity of CP-122,288, a conformational ly restricted analog of 
suaatrlptan. Seattle, David 7.; Connor, Helen E. (Pharmacology II, 
Glaxo Research and Development Ltd., Park Road, Ware Herts, SG12 
OOP, UK) . Eur. J. Pharaaeol., 276(3), 271-6 (English) 1995. CODED: 
EJPHAZ. ISSN: X14-2999. 

AB The present study investigated the pre- and postjunctional activity 
of CP-122,288 (5 -methy 1 - an 1 nosul fony 1 methy 1 -3- (N-oethyl pyrrol 1d1n-2R- 
yl-aethyl)-lH -Indole), an analog of the vascular 5-HT1 receptor 
agonist, suaatrlptan. CP-122,288 Inhibited neurogenic plasaa 
protein extravasation In rat dura with a potency approx. 40 000-fold 
greater than suaatrlptan (1050 values of 0.3 pnol/kg and 13.9 
naol/kg l.v. resp.). However, CP-122,288 was only approx. 2-fold 
aore potent than suaatrlptan at Inhibiting neurogenlcally mediated 
contractions of the dog saphenous vein. CP-122,288 contracted the 
dog saphenous vein and basilar artery with a potency approx. 2-fold 
greater than that of suaatrlptan. Both coapds. possessed slallar 
affinities at either huaan 5-H71D. alpha, or 5-HTlD.beta. receptors. 
It Is concluded that CP-122,288 exhibits a prejunctional selectivity 
In the aenlnges to Inhibit dural plasaa protein extravasation 
Independent of 5-HT1D. alpha, and 5-HTlD.beta. receptor activation. 

11 143321-74-8, CP-122288 

RL: BAC (Biological activity or effector, except adverse); BIOL 
(Biological study) 

(pre- and postjunctional activity of CP-122,288, a 
con format lonally restricted analog of sumatriptan) 
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1995:421524 Docuaent No. 122:205025 Suppression by the suaatrlptan 
analog, CP-122,288 of c-fos laauno reactivity In trlgeolnal nucleus 
caudalls induced by Intracl sternal capsaicin. Cutrer, F. Michael; 
Schoenfeld. Oavld; Llmroth, Volker; Panahlan, Narloan; Moskowlti, 
Hlchael A. (Harvard Med. Sch., Massachusetts Gen. Hosp., Boston, MA, 
02114, USA). Br. J. Phanucol.. 114(5). 987-92 (English) 1995. 
COOEN: BJPCBM. ISSN: 0007-1188. 

AB The effects of an l.v. administered suaatrlptan analog were exaad. 
on c-fos-llke loaunoreactlvlty (c-fos-LI), a marker of neuronal 
activation, evoked within trigeminal nucleus caudalls (TNC) and 
other brain stem regions 2 h after Intracl sternal Injection of the 
Irritant, capsaicin (0.1 ao, 0.1 aM), In pentobarb1tone-anesthet1*ed 
Hartley guinea pigs. C-fos-LI was assessed In eighteen serial 
sections (50 .mu.m) using a polyclonal antiserum. A weighted av., 
reflecting total expression within lamina I, 1 10 of TNC was obtained 
from three representative levels (I.e., at -0.225 mo, -2.475 m and 
•6.075 an). Capsaicin caused significant labeling within laalna I, 
110, a region contg. axonal terminates of small unmyelinated 
C-flbers, as well as within the nucleus of the solitary tract, area 
postreaa and medial reticular nucleus. A slallar distribution of 
pos. cells was reported previously after Intraclsternal Injection of 
other chea. Irritants such as autologous blood or carrageenln. 
Pretreataent with a conformational ly restricted sumatriptan analog 
(with some selectivity for 5-HT1B and 5-HT1D receptor subtypes) 
CP-122,288, reduced the weighted av. by approx. 50-60* (P < 0.05) In 
lamina I, !I0 at 100 pool kg-1, l.v., but did not decrease cell no. 
within area postreaa, nucleus of the solitary tract or medical 
reticular nucleus. A similar pattern was reported previously 
following suaatrlptan, dlhydroergotamlne or CP-93,129 administration 
after noxious meningeal stimulation. We conclude that modifications 
at the aa1no-Et side chain of suaatrlptan dramatically enhance the 
suppression of c-fos expression within TNC, a finding consistent 
with Its remarkable potency against neurogenic plasma protein 
extravasation within dura matter. CP-122,288 and related analogs 
aay serve as an Important prototype for drug development 1n migraine 
and related headaches. 

IT 143321-74-8, CP-122288 

RL: BAC (Biological activity or effector, except adverse); TKU 
(Therapeutic use); BIOL (Biological study); USES (uses) 
(suppression by sumatriptan analog, CP-122,288 of C-fos 
lanunoreactlvlty In trigeminal nucleus caudalls Induced by 
Intraclsternal capsaicin) 
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1995:354225 Document No. 122:133200 5-aryl Indole derivatives and their 
use as serotonin (5-HT1) agonists. Macor, John Eugene (PfWer Inc., 
USA). PCT Int. Appl. WO 9410171 Al 940511, 72 pp. DESIGNATED 
5TATES: W: AU, BR, CA, CZ, JP, KR, NO, NZ, Pt, RU, US; RW: AT, BE, 
CH, OE, DK, E5. FR, GB, GR, IE, IT, LU, MC, NL. PT, 5E. (English). 
COOEN: PIXXDZ. APPLICATION: WO 93-US9790 931019. PRIORITY: US 
92-970758 921102. 

Gl 
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L7 ANSWER 12 OF 124 CAPLUS COPYRIGHT 1996 ACS (Continued) 
(prepn. of, as Intermediate for aryllndole serotonlnerglc 
agonist) 

IT 160906-56-9P 160906-S7-OP 160906-SB-1P 
160906- 59- 2P 160906-60- 5P 160906-61 -6P 
160906-62-7P 160906-63-BP 160906-64-9P 
160906-65-0 P 160906-66- IP 160906-68-3 P 
160906-69-4P 160906-72-9P 16O906-73-0P 
160906- 74- IP 160906-75 -2P 160906-79-6P 

160906- B0-9P 16O906-91-2P 160906-94-SP 

160907- 03-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as serotonlnerglc agonist) 
IT 151272 -58- 7 

RL: RCT (Reactant) 

(reactant for aryllndole serotonlnerglc agonist) 
IT 143321-69-1 151273-49-3 160907-09-5 
RL: RCT (Reactant) 

(serotonlnerglc agonist) 



AB The title coapds. I (Rl = amlnoalkyl; R2-R5 = H, alkyl, aryl, etc.) 
were disclosed. I are useful In treating migraine and other 
disorders; they are useful psychotherapeutics and are potent 
serotonin (5-HT1) agonists and benzodiazepine agonists and 
antagonists and may be used In the treatment of depression, anxiety, 
eating disorders, obesity, drug abuse, cluster headache, migraine, 
pain and chronic paroxysmal heml crania and headache assocd. with 
vascular disorders, and other disorders arising from deficient 
serotonergic neurotransmission. I are also useful as centrally 
acting antihypertensives and vasodilators. A specifically claimed 
example compd. Is 5-cyano-l-[[3-[l-(2-aethoxyethyl)-2- 
pyrrol1d1nyl]methy13-5-indolyl)-lH-ben7lm1da2ole (II). 

II 160907 -04-0P 16O907-OS-1P 160907-06-2P 
160907 -07-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
IT 143322-01-4P 151272 -89-8P 151272-90- IP 

151272- 99-0? 151273 -O0-6P 151273-01-7P 
15U73-05-1P L51273-06-2P L5L273-07-3P 

15 1273 - 08-4? 151273-11-9P L587S2-53-5P 
160906-44-SP 160906-45-6P 16O906-46-7P 
16O906-47-8P 160904-48-9P 16O906-49-0P 
160906-50-3P 16M06-S1-4P 160908-S4-7P 
160906- 55-8P 160906-81-OP 160906-82- IP 
160906-83-2P 160904-84-3P 16O906-B5-4P 
16O906-86-5P 160906-87-6P 160906-95-6P 

160906- 96- 7P 16O906-97-8P 16O9O7-O0-6P 

160907 - 08-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
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1995:300051 Oocuatnt No. 122:64325 Use of Indole derivatives as 5-HT1 
antagonists. Macor, John Eugene {PfWer Inc., USA) . PCI Int. Appl. 
WO 9425023 Al 941110, 22 pp. DESIGNATED STATES: W: AU, BG, BR, CA, 
CR, CZ, FI, HI), JP, KR, NO, NZ, PL, RO, RU. SIC; RW: AT, BE, BF, BJ, 
CF, C6. CH. CI, CM, OE, OK, ES, FR, GA, GB, GR, IE, IT, LU, KC, ML, 
KR, HE, NL, PT, SE, SN, TO, TG. {English). CODEN: PIWD2. 
APPLICATION: WO 94-1679 940426. PRIORITY: US 93-53930 930427. 

AB The present Invention relates to pharnaceutlcal coapns. contg. 

(R)-5-{nethylaatncsulfonyliiethyl)-3-(N-aethylpyrrol1d1n-2-ylaethyl)- 
lH-lndole or (R)-5-(aethylaa1nosulfonylaethyl)-3-{pyrrol1d1n-2- 
ylaethyl)-lH-1ndole for the treataent of conditions such as 
hypertension, depression, anxiety, eating disorders, obesity, drug 
abuse, cluster headache, algralne, pain, chronic paroxysmal 
healcranla, and headache assocd. with vascular disorders. 

IT 14J321-82-8P 

RL: RCT {Reactant); SPN (Synthetic preparation); PREP {Preparation) 

(indole derlvs. for treataent of disorders froa deficient 

serotonergic neurotransalsslon) 
IT 1433Z1-74-BP 143321-7B-2P 

RL: SPN {Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(Indole derlvs. for treataent of disorders froa deficient 

serotonergic neurotransalsslon) 
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1995:191714 Oocuaent No. 122:106219 Synthesis of Ar1stotel1a-type 
alkaloids. Part XIV. total synthesis of (*)-arlsto1one. Oobler, 
Karkus; Borschberg, Hans-Juerg (Lab. Org. Chen., Eldgenoesslschen 
Technlschen Hochschule, Zurich, CH-8092, Swiu.j. Tetrahedron: 
Asyanetry. S{10), 2025-32 (English) 1994. COOEN: TASYE3. ISSN: 
0957-4166. OTHER SOURCES: CAS REACT 122:106219. 

GI 




AB The first total synthesis of the highly functional lied aonoterpenold 
Indole alkaloid (*)-arlstolone (I) Is described. This investigation 
uncovered the hitherto unknown relative and abs. configuration of 
this rare aetabollte which had been Isolated before by others In 
ppa-aats. froa Arlstotella australaslca. Dehydration of synthetic I 
led to a readily separable alxt. of the two alkaloids 
11,12-dldehydro-l-oxonakoaaklne and 11,12-dldehydro-l-oxohobartlne 
which had been Isolated in 1983 froa A. chllensls. 

IT 1S9979-26-7P 

RL: SPN {Synthetic preparation); PREP {Preparation) 
(total synthesis of arlstolone) 
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1994:681120 Docuaent No. 121:281120 The synthesis of 

. alpha. -(3-lndolylaethyl)prol1ne-conta1n1ng conpounds as CCK 
llgands: analogs of PD-134308. Kendrlck, David A.; Ryder, Haalsh; 
Seaple, Graeae; Sheppard, Andrew; Sielke, Michael (Res. Cent., 
Southaapton Univ., Southaapton, SOI 7«P, UK). Pept. 1992, Proc. 
Eur. Pept. Syap., 22nd, Meeting Date 1992, 579-80. Edltor(s): 
Schneider, Conrad H. ; Eberle, Alex N . ESCOM: Leiden, Neth. 
(English) 1993. CODEN: 60LUAN. 

GI 



9^0 

CONK a 



AB A report froa a syaposlua on the stereoselective prepn. of analogs I 
{Adoc = 2-adaaantyloxycarbonyl) which have and .alpha. -{3- 
indolylaethyl) proline residue In place of the . alpha. -nethy 1-0- 
tryptophan of PD 134308. 
IT 158873-U-10P, peptides contg. 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(asya. synthesis of .alpha.-{3-lndolylaethyl)prol1ne-contg. 
peptides as analogs of PD 134308) 
IT 1S8873-L2-20P, derlvs. 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(asyn. synthesis of .alpha. -{3-lndo1ylaethyl)prol1ne-contg. 
peptides as analogs of PD 134308) 
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1994:680497 Oocuaent No. 121:280497 Use of 2,5-01aethylpyrrole as an 
Aal no- Protecting Group in an Efficient Synthesis of 
5-Aa1no-3-[(N-aethyl- pyrrol 1dln-2(R)-yl)aethyl] indole. Macor, John 
E-; Chenard, Bert L.; Post, Ronald J. (Department of Medicinal 
Chealstry, Pfl/er Inc., Groton, CT, 06340, USA) . J. Org. Chen., 
59(24), 7496-8 (English) 1994. CODEN: JOCEAH. ISSN: 0022-3263. 
OTHER SOURCES: CAS REACT 121:280497; CJAC5- IMAGE; CJACS. 

AB 5-Aa1no-3-(N-aethylpyrrolld1n-2R-ylaethyl)1ndole was synthesized In 
an overall of 39* In four steps on a large scale. Crucial to the 
success of this sequence was the use of a 2, 5-dlnethyl pyrrole as the 
protecting group for the 5-aa1no1ndole functionality. This 
protecting group was stable to {unreactlve toward) ethyl aagneslua 
bromide, a hindered acid chloride (CBZ-prollne acid chloride), and 
llthlua alunlnua hydride, but easily renoved 1n high yield using 
unique conditions (hydroxylaalne hydrochlorlde/trlethylaalne/propano 
l/water/.OELTA.). 

IT 151273-49-3P ISB75Z-53-5P 

RL: RCT {Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(use of dlaethyl pyrrole as an ami no-protecting group In an 
efficient synthesis of aal no[{aethyl pyrrol Id) nyljaethyl] Indole) 

IT 1433Z2-01-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

{use of dlaethyl pyrrole as an aal no-protecting group 1n an 
efficient synthesis of aal no[(aethylpyrrol1d1 nyljaethyl] indole) 
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1994:631280 Oocuaent Ko. 121:231280 Non-decarboxylatlve 1,3-dipolar 
cycloaddlttons of lalnes of .alpha. -ml no acids as a route to 
proline derivatives. Aly, Noustafa F.; Younes, Man sour I.; 
Metwally, Saoud A. M. {Fac. Scl., Asslut Univ., Qena, Egypt). 
Tetrahedron, 50(10). 3159-68 (English) 1994. CODEN: TFIRAB. ISSN: 
0040-4020. OTHER SOURCES: CAS REACT 121:231280. 
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1994:574790 Oocuaent No. 121:174790 Antifungal substances produced by 
Chaetoalua globosua. Aaealya, Yoshlalkl; Kondo, Aklhlro; Hlrano, 
Kazuya; Hlrukava, Toshlhual; Kato, Tadahlro (Fac. Hortlc. Chlba 
Univ., Matsudo, 271, Japan). Chlba Oalgaku Engelgakubu Gakujutsu 
Hokoku, 46, 13-18 (Japanese) 1994. CODER: CDEGAF. ISSN: 0069-3227. 

AB Antifungal substances were extd. froa culture filtrate of the aost 
antagonistic isolate identified as Chaetoalua globosua. Two active 
substances were obtained by using silica gel eoluan chroaatog. and 
high performance llq. chronatog. By analyzing with aass 
spectroaeter (EIMS, HR-MS). 1H-KMR and 13C-NHR, the aajor substance 
was Identified as Chaetog lobes In A, one of the toxic aetabolltes 
produced by C. globosua and C. chochl lodes. Another substance was 
assuaed to have slallar structure with Chaetoglobosln A. The aajor 
substance coapletely Inhibited the spore gemination of V. dahllae 
at 32 .ou.g/al. It was also active against V. albo-atrua and 
Rhlzoctcnla solanl, but not against Fusarlua oxysporua, F. solanl 
and Pythlun aphanlderaatua. 

IT M335-03-0, Chaetoglobosln A 

RL: BAC (Biological activity or effector, except adverse); BIOL 
(Biological study) 

(froa Chaetoalua globosua, antifungal activity of, against 
Vertldlllua and Rhizoctonla) 



AB The 1,3-dlpolar cycloaddn. reaction of alanine with sal Icyl aldehyde 
and N-substltuted aalelnldes I (R = Me, Ph) gave stereospeclflc 
cycloadducts H. The 1,3-dipolar cycloaddn. reaction of 
. alpha. -aalno acids with aryl aldehydes In the presence of dl-Me 
fuaarate gave Isoaerlc cycloadducts III (Ar = 2-hydroxyphenyl, Rl = 
Me, H, CH2CHMe2, CH2CH2SMe, CH2Ph, 1ndol-3-ylaethyl; Ar Ph, 
2 -aethoxy phenyl, 2,4-dlaethoxyphenyl, Rl = Me) and IV (Ar and Rl = 
saae). The relatively low yield In the case of dl-Ke fuaarate is 
presuaably due to the steric Interaction between the dlpolaropMle 
and the substltuents at both ends of the dipole. 

IT 1S8134-75-9P IS8249-37-7P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
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1994:553524 Oocunent No. 121:153524 A novel aycotoxln: the 

chaetoglobosln N froa Infested aalze by Phoaopsls leptostronl forols. 
II. Structure elucidation by 1H and 13C NMR. Convert. 0.; Jellal, 
A.; Correla, I.; Dardolze, F.; Henguy, L.; Cherton, J. C. {Lab. 
Chin. Organ. Struct., Univ. Pierre et Marie Curie, Paris, 75005, 
Fr.), Analusls, 22(4), 217-21 (English) 1994. CODEN: ANLSCY. 
ISSN: 0365-4877. 

AB Froa culture on nalze of the strain MRC 2654 of P. 

leptostronlf orals, two fungal aetabolltes, unusual to this fungus, 
have been isolated in the aethanollc ext. 1H and 13C NMR spectra 
allowed the establlshnent for these nols. soae partial structures 
contg. an indole unit and several condensed cycles. On the basis of 
these NMR results, the coapd. F = 185. degree. 1s Identified to the 
tern M of the chaetoglobosln series and the aore polar coapd., F = 
205. degree., naaed chaetoglobosln B, appears to be a new tern in 
this series. 

IT 119212-28-1, Chaetoglobosln M 
RL: BIOL (Biological study) 

(froa Phoaopsls leptostronlf oral s-1nfected corn) 

IT 156980-59-5, Chaetoglobosln N 
RL: BIOL (Biological study) 

(froa Phonopsls leptostronlf orals- Infected corn, structure of) 



L7 ANSWER 20 OF 124 CAPLUS COPYRIGHT 1996 ACS 

1994:501581 Oocuaent No. 121:101581 Unexpected production of 

chaetogloboslns froa nalze Incubated by Phoaopsls leptostronlf orals. 

I. Isolation and optlnlzatlon of the production in liquid aedla by 

LC aonltorlng. Cherton, J. C; Jellal, A.; Lhonnet, G.; Louteller, 

C; Dardolze, F.; Lacoste, L.; Sublleau, C. (Dep. Chin., Univ. 

Versailles Salnt-Quentln Yvellnes, Versailles, 78001, Fr.). 

Analusls, 22(4). 210-16 (English) 1994. CODEN: ANLSCY. ISSN: 

0365-4877. 

AS Attenpts to obtain the toxin phonopsln A, usually Isolated fron P. 
leptostronl f orals fungus, failed when Infesting nalze with strain 
MRC 26S4 of this fungus. However, taking Into account the acute 
toxicity for rats of the crude nethanol ext., nycotoxlns less polar 
than phoaopslns were searched for by checking other sepn. 
procedures. Preparative silica TLC entailed the localization of the 
toxicity In the fraction sol. In Iso-Pr ether. Preparative HPLC on 
si Hca allowed the purlfn. of 2 toxins shown to belong to the 
chaetoglobosln series. A LC aethod for direct aonltorlng of the 
prodn. of these toxins in llq. nedla resulted In a first 
optlnlzatlon of the culture conditions. It appeared that the yields 
of these toxins can be Increased approx. 4-fold by reducing the 
culture of P. leptostronlf oral s In darkness fron 28 to 10 days. 
IT 1S6980-59-S, Chaetoglobosln N 

RL: FORM (Formation, nonpreparatlve) 

(fomatlon of, by Phonopsls leptostronl fornis, prodn. 

optlnlzatlon and sepn. of, In llq. nedla by llq. chronatog. 

nonltorlng in relation to) 
IT 119212-28-1, Chaetoglobosln M 
RL: BIOL (Biological study) 

(prodn. optlnlzatlon and sepn. of, 1n llq. nedla by I1q. 

chronatog. aonltorlng) 
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l« ANSWER 1 OF 756 REGISTRY COPYRIGHT 1996 ACS 

R* 171550-16-6 REGISTRY 

CM INDEX NAME ROT YET ASSIGNED 

TS STEREOS LARCH 

MF C16 H19 NS . x HZ 04 S 

SR CA 

LC SIM Files: CAPtUS 
CM ] 

CR* 171550-15-5 
OF C16 H19 N5 
COES US 

Absolute stereochenlstry. 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 



X 

N 

\ 
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L4 ANSWER S OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 171182-32-4 REGISTRY 

CN lH-Indole, 3-(2-pyrrol1dlny1a«thyl)-5-(«H-l,2,4-tr1uol-4-yl)-, (R). 

(9CI) (CA INDEX NAME) 
FS STEREOS EARCH 
MF C15 H17 H5 
SR CA 

LC STM Files: CA. CAPLUS, CAPREVIEWS 
OEJ 1:8 

Absolute stereochealstry. 




1 REFERENCES IN FILE CAPREVIEW 

1 REFERENCES IN FILE CA (1967 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 

REFERENCE Is 124:8823 



0 

HO-toi 



1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 
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RN 171182 -27-7 REGISTRY 

CN lH-Indole, 3-[[l-(2-phenylethyl}-Z-pyrrol1d1nyl]fiethyl)-5-(4H-l,2,4- 

trlazol-4-yl)., (R)-. ethanedloate (2:5) (9CI) (CA INDEX NAME) 
FS STEREOS EARCH 
MF C23 H2S N5 . 5/2 C2 H2 04 
SR CA 

LC STN Files: CA, CAPLUS, CAPREVIEW 
CM 1 

CRN 171182-26-6 
CMF C23 H25 »5 
CDES 1:R 

Absolute stereochenlstry. 




CM 2 

CRN 144-62-7 

CMF C2 H2 04 

0 0 



L4 ANSWER 14 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 171182-23-3 REGISTRY 

CN Acetanlde, N-[4-[[2-[[5-(4H-l,2,4-tr1a/o1-4-y1)-lK-1ndol-3- 

yl]riethyl]-l-pyrrol1d1nyl]«ethy1]phenyl)-, (R)-, ethanedloate [1:1} 
(9CI) (CA INDEX NAME) 

FS STEREOS EARCH 

MF C24 H26 N6 0 . C2 H2 04 

SR CA 

LC STN Files: CA, CAPLUS, CAPREVIEWS 
CM 1 

CRN 171182-22-2 
CMF C24 H26 N6 0 
CDES 1:R 

Absolute stereochenlstry. 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



1 REFERENCES IN FILE CAPREVIEWS 

1 REFERENCES IN FILE CA (1967 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 



REFERENCE 1: 124:8823 



4-8- 



1 REFERENCES IN FILE CAPREVIEWS 

1 REFERENCES IN FILE CA (1967 TO OATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 



REFERENCE 1: 124:8823 



1 



08/466,644 



Page 3 



ANSWER 18 OF 756 REGISTRY COPYRIGHT 1996 ACS 
170027- 95-9 REGISTRY 

Pyrrolo[3,4-c]pyrrole.l-carboxyl1c add, 5-acetyloctahydro-l-(lH- 

1ndol-3-ylaethy1)-6-(l-aethy1etnoxy)-3-(2-naphthalenyl)-4-oxo-, 

aetnyl ester, [1S-(1. alpha. ,3. alpha. ,3a. beta. ,6. beta. ,6a. beta. )]- 

(SCI) {CA INDEX NAME) 

STEREOSEARCH 

C32 H33 N3 OS 

CA 

STM Files: CA, CAPLUS 



Absolute stereochealstry. 




14 ANSWER 28 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 167303-56-2 REGISTRY 

Oi 1-Pyrro1ld1necarboxyllc acid, 2-[[5-[2-(l-hydroxycyc1openty1)ethyl]- 
lH-lndol-3-yl]aethyl]-, phenylaethyl ester, (R)- (9CI) (CA INDEX 
NAME) 

FS STEREOSEARCH 

MF C28 H34 N2 03 

SR CA 

LC STN Files: CA, CAPLUS 
DES 1:R 

Absolute stereochealstry. 



(T^P 



1 REFERENCES IN FILE CA (1967 TO 0A7E) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 




REFERENCE 1: 123:169499 



1 REFERENCES IN FILE CA (1967 TO DATE) 

1 REFERENCES IN FILE CAPLU5 (1967 TO DATE) 



REFERENCE 1: 123:313894 



L4 ANSWER 44 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 167303-39-1 REGISTRY 

CN 4-Penten-2-ol, 2-aethyl-5-[3-[(l-iiethyl-2-pyrrolld1nyl)aethyl]-lH- 

lndol-5-y)]-, (R)- (9CI) (CA INDEX NAME) 
FS STEREOSEARCH 
KF C20 H28 N2 0 
SR CA 

LC STN Files: CA, CAPLUS 
DES 1:R 

Absolute stereochealstry. 
Double bond geonetry unknown. 




1 REFERENCES IN FILE CA (1967 10 DATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 



L4 ANSWER 48 OF 756 REGISTRY COPYRIGHT 1996 ACS 

RN 167303-35-7 REGISTRY 

CN 4-Penten-2-ol, 5-[3-[(l-Bethyl-2-pyrroltd1nyl)nethyl)-lH-lndol-5-yl]- 

(9CI) (CA INOEX NAME) 

FS 3D CONCORD 

MF C19 H26 N2 0 

SR CA 

LC STN Files: CA, CAPLUS 



1 REFERENCES IN FILE CA (1967 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO OATE) 

REFERENCE 1: 123:169499 



REFERENCE 1: 123:169499 



08/466,644 



L4 ANSWER 54 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 167303-29-9 REGISTRY 

CN l-Penten-3-ol, 3-eUiyl -1- [3- [(1 -methyl -2-pyrroltdlnyl )aethyl)-lH- 

lndol-5-yl]-, (R)- (9CI) (CA INDEX NAME) 
FS STEREOS EARCH 
KF Ol H30 N2 0 
SR CA 

LC ST* Files: CA. CAPLUS 
OES 1:R 

Absolute stereochemistry. 
Double bond geometry unknown. 




1 REFERENCES IN FILE CA (1967 TO OATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO OATE) 

REFERENCE 1: 123:169499 



L4 ANSWER 68 OF 756 REGISTRY COPYRIGHT 1996 ACS 

RN 167303-14-2 REGISTRY 

C* lH-Indole-5-propanol. .alp«a.-cyclopentyl-3-(2-pyrrol1d1nyliiethyl)- 

(9CI) (CA INDEX HAKE) 

FS 30 CONCORD 

KF (21 H30 N2 0 

SR CA 

LC STN Files: CA, CAPLUS 




1 REFERENCES IN FILE CA (1967 TO OATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 

REFERENCE 1: 123:169499 



L4 ANSWER 73 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 167303-09-5 REGISTRY 

CN AcetaiUde, N-[2-(2-[[5-[2-{l-hydroxycyclopentyl)ethyl]-lH-1ndol-3- 

yl]nethyl3-l-pyrrol1d1nyl]ethyl3-, (R)- (9CI) (CA INDEX NAME) 
FS STEREOSEARCH 
MF C24 H35 N3 02 
SR CA 

LC STN Files: CA, CAPLUS 
DES 1:R 

Absolute stereochemistry. 




KHAC 



1 REFERENCES IN FILE CA (1967 TO OATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO OATE) 

REFERENCE 1: 123:169499 



L4 ANSWER 89 OF 756 REGISTRY COPYRIGHT 1996 ACS 

RJI 167302-93-4 REGISTRY 

CN 1-Pyrrolldlnepropananlde, 2-[[5-(3-hydroxy-3-methy)butyl)-lH-1ndol-3- 

yl]nethyl)-N,. alpha. -dimethyl-, [R-(R",R*)]- (9C1) (CA INDEX NAME) 

FS STEREOSEARCH 

KF C23 H35 N3 02 

SR CA 

LC STN Files: CA, CAPLUS 

DES 1:RZ:R",R" 

Absolute stereochemistry. 




Me 



1 REFERENCES IN FILE CA (1967 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 



REFERENCE 1: 123:169499 



08/466,644 



L4 ANSWER 101 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 167302-74-1 REGISTRY 

CN l-Pyrrol1d1neacetia1de, 2-([5-[2-(l-hydroxycyclopefttyl)ethy1]-lH- 

1ftdol-3-yl]aethy1]-HHwthyl-, (R) - (9C!) (CA INDEX NAME) 
FS STEREOSEARCH 
KF C23 H33 N3 02 
SR CA 

LC STN Files: CA, CARLO 
DES 1:R 

Absolute stereochealstry. 




1 REFERENCES IN FILE CA (1967 TO OATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO OATE) 

REFERENCE 1: 123:169499 



L4 ANSWER 254 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 153435-54-2 REGISTRY 

CN l-Pyrro11d1necarboxyl1c acid, 2-[(5-[3-[(d1aetJjylaalno)carbonyl]phen 
y1]-lH-1ndo1-3-yl]aethyO-, phenylaethyl ester, (R)- (9CI) (CA 
INDEX NAME) 

FS STEREOSEARCH 

KF C30 H31 H3 03 

SR CA 

LC STN Ftles: CA, CAPLUS 
OES 1:R 

Absolute stereochealstry. 




1 REFERENCES IN FILE CA (1967 TO OATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO OATE) 

REFERENCE 1: 120:217271 



L4 ANSWER 330 OF 756 REGISTRY COPYRIGHT 1996 ACS 

RN 152305-25-4 REGISTRY 

CN lK-Indole-5-propanol, . beta. -aa1no-3-[ (1-aethy 1-2- 

pyrrolldlnyljiiethyl]-, f>(R»,R*)]- (9CI) (CA INDEX NAME) 

FS STEREOSEARCH 

KF CI 7 H2S N3 0 

SR CA 

LC STN Files: CA, CAPLUS 

DES l^R'.R* 

Absolute stereochealstry. 




1 REFERENCES IN FILE CA (1967 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO OATE) 



L4 ANSWER 458 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 143322-03 -6 REGISTRY 

CN Methanesulfonanlde, N-[3-[(l-aethyl-2-pyrrol1dlnyl)nethyl]-lH-1ndol- 

5-yl]-, (R)- (9CI) (CA INDEX NAME) 
FS STEREOSEARCH 
MF C15 HZ1 N3 02 S 
SR CA 

LC STN Files: CA, CAPLUS 
DES 1:R 

Absolute stereochealstry. 




J, 



1 REFERENCES IN FILE CA (1967 TO OATE) 

1 1 REFERENCES IN FILE CAPLUS (1967 TO OATE) 



REFERENCE 1: 120:106761 



REFERENCE 1: 117:171215 



08/466,644 
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L4 ANSWER 529 Of 756 REG! 5 TUT COPYRIGHT 1996 ACS 
M HU4J-39-0 REGISTRY 

CN Indole, 3-[(l-«ethyl-2-plper1dyl)»ethyl3-, hydrochloride {6CI) (CA 

INDEX NAME) 
MF C15 H20 N2 . CI H 
SR CA0L0 

LC STN Files: BEILSIEIN", CAOLD 

{"File contains maerlcally searchable property data) 
CRN (101832-07-9) 




• kci 



14 ANSWER 578 OF 7S6 REGISTRY COPYRIGHT 1996 ACS 
RN 80375-19-5 REGISTRY 

CN (13)Cytocha1asa-6(12), 13,17, 21-tetraene-l. 20, 23-trlofle, 

19.(acetyloxy)-7-hydroxy-10-(lH-1ndol-3-yl)-16,18-d1aethy1-, 
(7S,13E,16S.17E.19R.21E)- (9CI) (CA INDEX NAME) 

OTHER CA INDEX NAMES: 

CN 1H-Cyclotrldeefd]1solndole, [13]eytochalasa-6(12) ,13,17, 21-tetraene- 

1,20.23-trlone derlv. 
OTHER NAMES: 

CN 19-0-Acetylchaetoglobosln 0 
CN Chaetoslobosln 0 19-acetate 
FS STEREOS EARCH 
MF C34 H38 N2 06 

LC STN Files: CA, CAPLUS, NAPRALERT 

OES 4:7S,13E,16S,17E,19R,21E.(13)CYTOCHALASAN 

Absolute stereochenlstry. 

Oouble bond geoaetry as described by E or Z. 



1 REFERENCES IN FILE CAOLD (PRIOR TO 1967) 




1 REFERENCES IN FILE CA (1967 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1967 TO DATE) 



REFERENCE 1: 96:31294 



L4 ANSWER 600 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 70265-28-0 REGISTRY 

CN 6,7-Isoqulnollnedlol, l,2,3,4-tetrahydro-l-t(5-hydroxy-lH-1ndol-3- 

yl)nethyl]- (9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C18 HIS N2 03 
CI COM 

LC STN Files: BEILSTEIN* 

("File contains numerically searchable property data) 



TJX 

ixj6- 



L4 
RN 
CN 



ANSWER 618 OF 756 REGISTRY COPYRIGHT 1996 ACS 
61326-52-1 REGISTRY 

lK-Pyr1do[3,4-b]1ndol-6-ol, 2,3,4,9-tetrabydro-l-(lH-1ndol-3- 

ylnethyl)- (9CI) (CA INDEX NAME) 

3D CONCORD 

C20 H19 N3 0 

COM 

5TN Files: BEIL5TEIN", CA, CAPLU5, IFICDB, IFIPAT, IF1UDB, 
USPATFULL 

("File contains nunerlcally searchable property data) 



2 REFERENCES IN FILE CA (1967 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1967 TO OATE) 



REFERENCE 1: 90:38902 



REFERENCE 2: 86:29789 



08/466,644 
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ANSWER 723 OF 755 REGISTRY COPYRIGHT 1996 ACS 
16957-67-8 REGISTRY 

Isoqulnollne, l,2,3,4-tetrahydro-3-(1ndo1-3-ylaethyl)-6-aethOKy-2- 
nethyl- (SCI) (CA INOEX KAKE) 
30 CONCORD 
C20 H22 N2 0 

STN Files: 6EILSTEIN", CA, CAPtUS 

("File contains nuaerlcally searchable property data) 



2 REFERENCES IN FILE CA {1967 TO DATE) 

2 REFERENCES IN FILE CAPLUS (1967 TO DATE) 



REFERENCE 1: 71:124750 
REFERENCE 2: 69:67583 



L4 ANSWER 755 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 5275-05-8 REGISTRY 

CM 1H- Indole, 3-(2-p1per1dtnylaethyl)- (9CI) (CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN indole, 3-(2-p1per1dylaethyl)- (6C!, 7CI, 8C1) 
OTHER NAMES: 

CN 3-(2-P1per1dylaethy1)lndo1e 
FS 3D CONCORD 
MF C14 H18 N2 
CI COM 

LC STN Files: BEILSTEIN", CA, CAOLD, CAPLUS, CJACS, RTECS* 
("File contains nuaerlcally searchable property data) 







5 REFERENCES 
5 REFERENCES 
5 REFERENCES 


REFERENCE 


1: 


117:171215 


REFERENCE 


2: 


117:26178 


REFERENCE 


3: 


98:160991 


REFERENCE 


4: 


91:140663 


REFERENCE 


5: 


77:126393 



14 ANSWER 756 OF 756 REGISTRY COPYRIGHT 1996 ACS 
RN 5275-03-6 REGISTRY 

CN Pyrldlnlua, 2-(lH-1ndo1-3-y1aethyl)-l-aethyl-, Iodide (9CI) (CA 

INDEX NAME) 
OTHER CA INDEX NAMES: 

CN 2-(Indol-3-ylnethyl)-l-nethy1pyr1d1n1un Iodide (6CI, 7CI) 
CN Pyrldlnlua, 2-(1ndol-3-yTaethyl)-l-aethyl-, Iodide (SCI) 
KF C15 HIS N2 . I 

LC STN Files: BEILSTEIN-, CAOLO, TOXLIT 

("File contains nuaerlcally searchable property data) 
CRN (17795-28-7) 



• i- 



2 REFERENCES IN FILE CAOLO (PRIOR TO 1967) 





08/466,644 
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=> fil caold 

FILE 'CAOLD' ENTERED AT 18:41:53 ON 07 JAN 96 

USE IS SUBJECT TO THE TERMS OF YOUR CUSTOMER AGREEMENT 

COPYRIGHT (C) 1996 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE COVERS 1957-1966 

FILE LAST UPDATED: 30 OCT 91 (910803/ED) 

To help control your online searching costs, consider using the 
HCAOLD File when conducting SmartSELECT searches with large 
numbers of terms. 



=> s 14 
L5 



20 L4 



=> d 1-20 




08/466,644 



L5 ANSWER 1 OF 20 COPYRIGHT 1996 ACS 
All CA65 :16640c 

IT 10438-16-1 10438-17-2 10438-19-4 20165-95-1 



L5 ANSWER 2 OF 20 COPYRIGHT 1996 ACS 
AN CA65:16973a 
OT P 

IT 7670-46-4 7695-23-0 17971-17-4 99813-09-9 



15 ANSWER 3 OF 20 COPYRIGHT 1996 ACS 
AN CAbb :13714a 
DT P 

IT 7546-61-4 7546-63-6 16060-17-6 



L5 ANSWER 4 OF 20 COPYRIGHT 1996 ACS 
AN CA65:13713h 
OT P 

IT 7546-58-9 7546-59-0 7551-14-6 101811-43-2 



08/466,644 
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15 ANSWER 5 OF 20 COPYRIGHT 1996 ACS 
All CA65: 13713 f 
OT P 

II 7551-08-8 14128-30-4 



L5 ANSWER 5 OF 20 COPYRIGHT 1996 ACS 
AS CA65:13713e 
DT P 

IT 7546-60-3 7551-09-9 



LS ANSWER 7 OF 20 COPYRIGHT 1996 ACS 

AH CA64:17S39b 

IT 5697-98-3 S697-99-4 



L5 ANSWER 8 OF 20 COPYRIGHT 1996 ACS 
AN CA64:14161g 
IT 3515-49-9 5275-03-6 

5275-07-0 5275-08-1 

5275-42-3 5275-43-4 

5968-98-9 30701-36-1 



5275-04-7 5275-05-8 5275-06-9 

S27S-09-2 5275-40-1 5275-41-2 

5353-44-6 5353-45-7 5580-44-9 

90325-65-8 90325-67-0 107628-26-2 



1.5 AM5YER 9 OF 20 COPYRIGHT 3936 ACS 
AN CA61 :13278a 

H 4555-64-0 55818-08-1 56966-37-1 93726-90-0 94759-97-4 
94601-80-6 9S133-76-9 96977-54-7 97115-04-3 



08/466,644 



L5 ANSWER 10 OF 20 COPYRIGHT 1996 ACS 
AM CA57 :1657a 
OT P 

IT 5275-05-8 58383-32-7 



L5 ANSWER 11 OF 20 COPYRIGHT 1996 ACS 
AN CAS5:11442f 
OT P 

IT 5275-05-8 92647-88-6 100168-19-2 102461-04-1 



L5 ANSWER 12 OF 20 COPYRIGHT 1996 ACS 
AN CA53:13146f 
IT 110421-90-4 



08/466,644 Page 12 



LS ANSWER 13 OF 20 COPYRIGHT 1996 ACS 

AH CAS3 :13146a 

IT 103266-60-6 132887-26-4 



L5 ANSWER 14 OF 20 COPYRIGHT 1996 ACS 
AN CAS3:6226f 

IT 3515-49-9 5275-05-8 21182-09-2 57637-79-3 110179-40-3 
110179-78-7 



LS ANSWER 15 OF 20 COPYRIGHT 1996 ACS 
AN CA53:3M6e 
n 102173-76-2 



L5 ANSWER 16 OF 20 COPYRIGHT 1996 ACS 
AN CAS2:5406f 
IT 111141-39-0 



08/466,644 



Page 13 



L5 ANSWER 17 OF 20 COPYRIGHT 1996 ACS 
AM CAS2:S406e 

IT 5275-05-8 92292-23-4 110179-40-3 125614-62-2 



L5 ANSWER 18 OF 20 COPYRIGHT 1996 ACS 
AN CA51:6702h 
OT P 

IT 5275-03-6 5580-44-9 



L5 ANSWER 19 OF 20 COPYRIGHT 1996 ACS 
AN CA51:6702g 
OT P 

IT 100880-55-5 



L5 ANSWER 20 OF 20 COPYRIGHT 1996 ACS 
AN CA51:6702f 
DT P 

IT 102025-60-5 111529-88-5 





08/466,644 
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=> fil caplus 

FILE 'CAPLUS' ENTERED AT 18:42:36 ON 07 JAN 96 

USE IS SUBJECT TO THE TERMS OF YOUR CUSTOMER AGREEMENT 

COPYRIGHT (C) 1996 AMERICAN CHEMICAL SOCIETY (ACS) 

FILE COVERS 1967 - 7 Jan 1996 VOL 124 ISS 2 
FILE LAST UPDATED: 6 Jan 1996 (960106/ED) 

To help control your online searching costs, consider using the 
HCAplus file when using the FSEARCH command or when conducting 
SmartSELECT searches with large numbers of terms. 



=> s 14 
L6 



180 L4 



=> d 1-40 cbib abs hitrn 



08/466,644 



Page 15 



16 ANSWER 1 OF ISO CAPLUS COPYRIGHT 1996 ACS 

1995:987946 Preparation of [(tr1azolyl)1ndolyl]methylpyrrol1d1nes as 
5-HTl-llke agonists.. Katassa, Victor Glullo; Sternfeld, Franclne; 
Street, Leslie Joseph (Merck Sharp and Oohae Ltd., UK). PCT Int. 
Appl. WO 9521167 Al 950810, 22 pp. DESIGNATED STATES: W: AM, AT, 
AU, BB. BG, BR, BY, CA, CH, CN. CZ, OE, OK. EE. ES, FI, GB. G£, HU. 
JP, ICE, KG, KP, KR, KZ, LK, LR, LT, LU, LV. NO, KG, MN, NW, HX, NL. 
NO, NZ, PL, PT. RO, RU, SO, SE, SI, SK. TJ. TT. UA, US; RW: AT, BE. 
BF, BJ. CF. CG. CH, CI. CN, OE, OK, ES, FR. 6A, GB, GR, IE, IT, LU. 
MC, KL, KR, RE, NL, PT, SE, SN, TO, TG. (English). CODEN: PIXXD2. 
APPLICATION: WO 9S-6813S 950124. PRIORITY: GB 94-2011 940202. 

AB Title coapds. (I: R = H, ci-6 alkyl), were prepd. Thus, 
4'-{l,2,4-tr1azol-4-yl)phenylhydra2lne and (2S)-N-tert- 
tnitoxycarbonyl -3- (pyrrol 1d1n-2-yl)propanal were stirred 1n 4* aq. 
H2S04 at room teap. -reflux to give 34* I (R = H) , Isolated as the 
oxalate. I showed pECSO .gtoreq.5.0 1n a test of their ability to 
aedlate contraction of the saphenous vein of rabbits. 

IT RN LIST KAY NOT BE COMPLETE: 154594-16-8 1715S0-13-3 
171SS0-14-4 171SM-15-S 1715S0-16-6 
171752-92-4 



L6 ANSWER 2 OF 160 CAPLUS COPYRIGHT 1996 ACS 

1995:969448 Oocuaent No. 124:8823 Preparation of triable derivatives 
as serotonlnergtc agonists. Katassa, Victor Glullo; Sternfeld, 
Franclne; Street. Leslie Joseph (Kerck Sharp and Oohae Ltd., UK). 
PCT Int. Appl. WO 9521166 Al 950810, 49 pp. DESIGNATED STATES: W: 
AM, AT, AU, BB, B6, BR. BY, CA, CH, CN, CZ, OE, OK, EE, ES, FI, GB. 
G£, HU, JP, KE, KG, KP, KR, KZ, LK, LR, LT, LU, LV, MO, KG, KM, MW, 
MX, NL, NO, NZ, PL, PT. RO, RU, SO, SE, SI, SK, TJ, TT, UA, US; RW: 
AT, BE, BF, BJ, CF, CG. CH, CI. CM, OE, OK, ES, FR. GA. GB, GR, IE, 
IT, LU, NC, NL, NR. KE. KL, PT, SE, SN, TO, TG. (English). CODEN: 
PIXX02. APPLICATION: WO 95-GB134 950124. PRIORITY: GB 94-2016 
940202. 

G! 




AB Title coapds. [1; R = K, hydrocarbyl, heterocyclyl , etc.; Rl = 
cycloalkyl, alkoxyalkyl, aryl (alkyl), etc.; 1 of Y.Z - H and the 
other = (un) substituted CH; Zl = bond, alkylene; Z2 = 0, 5, 
(alkyl) Inlno; Z3 = N, (alkyl-substltuted)CH; Z4 = alkylene; p = 0 or 
1; q = 1-4; p*q = 2-4], agonists of 5-HTl-l1ke receptors, were 
prepd. Thus, (2R)-K-tert-butoxycarbonyl pyrrol 1d1ne-2-propanal was 
cyclocondensed with 4-(l,2,4-trta2ol-4-yl)phenylhydraz1ne (prepn. 
each given) and the product condensed with PhCHO to give title 
conpd. II. I had pEC50 of .gtoreq.5.0 for contraction of rabbit 
saphenous vein. 
IT 1711B2-20-0P 171182-21-lP 171182-22-ZP 

171182-23 -3P 171182 -24-4P 171182-2S-5P 

17U82-26-6P 171182-27-7P 171182-2B-8P 

171182-29-9P 1711B2-30-2P 171182-31-3P 
RL: BAC (Biological activity or effector, except adverse); SPM 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 



L6 ANSWER Z OF 180 CAPLUS COPYRIGHT 1996 ACS (Continued) 
(prepn. of trlazole derlvs. as serotonlnerglc agonists) 
IT 171182-32-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of trlazole derlvs. as serotonlnerglc agonists) 



L6 ANSWER 3 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1995:933846 Document No. 124:688 The In vivo pharmacological profile 
of a 5-HT1 receptor agonist, CP-122,288, a selective Inhibitor of 
neurogenic Inflammation. Gupta, P.; Brown, D.; Butler, P.; Ellis, 
P.; Grayson, K. L.; Land, G. C; Macor, J. E.; Robson, S. F.; 
Wythes, M. J.; Shepperson, N. B. (Departments of Discovery Biology 
and Discovery Chemistry, Pfizer Central Research, Sandwich, Kent, 
CT13 9HJ. UK). Br. J. Pharmacol., 116(5), 2385-90 (English) 1995. 
COOEN: BJPCBM. ISSN: 0007-1188. 

AB The a1n of the present study was to Investigate the In vivo 
Pharmacol, profile of CP-122,288, an Indole-derlv. with a 
conformational ly restricted N -methyl pyrrol Idlnyl basic side chain 1n 
the C-3 position. This C-3 substltuent structurally differentiates 
CP-122,288 from the 5-HT1D receptor agonist sumatriptan, which 
possesses an H,N-d1raethylam1noethyl group. When administered prior 
to elec. stimulation of the trigeminal ganglion, CP-122,288 (0.3-300 
ng kg-1, 1.v.) produced a dose-related Inhibition of plasma protein, 
extravasation In rat dura mater (mln. ED, NED, 3 ng kg-1 l.v., P < 
0.05; maximal Inhibition of plasma extravasation at 30 ng kg-1 l.v., 
P < 0.01). Sumatriptan produced a similar Inhibition of plasma 
leakage 1n the dura, but at much higher dose levels (MED, 100 .mu.g 
kg-1 l.v., P < 0.05). Thus, CP-122,288 is of the order of 104 fold 
more potent than sumatriptan. At all doses tested, CP-122,288 did 
not Inhibit plasma protein extravasation measured In extracranial 
tissues such as the lower 11p, eyelid, and conjunctiva. In a sep. 
series of studies In the anesthetized rat, CP-122,288 (0.003-3 .mu.g 
kg-1 l.v.) produced no change 1n either heart rate or mean arterial 
blood pressure, thus demonstrating that doses of CP-122,288 which 
Inhibit plasma protein leakage In rat dura, are devoid of 
hemodynamic effects. Following a 5 rain period of elec. stimulation 
of the trigeminal ganglion, a 20 mln period of sustained 
neurogenlcally-drlven plasma extravasation, occurring in the absence 
of elec. stimulation, was Initiated. By administration of the 
conpd . 5 mln after completing the phase of elec. stimulation, this 
protocol permitted the evaluation of the activity of CP-122,288 on 
the ongoing and established Inflammatory event. CP-122,288 ( 30 and 
300 ng kg-1, l.v. P O.01 and P O.05, resp.) produced a complete 
inhibition of plasma protein leakage which was consistent with Its 
effects when administered prior to trigeminal ganglion stimulation. 
In the anesthetized dog, CP-122,288 and sumatriptan, at 1-300 .mu.g 
kg-1, l.v., produced a dose-dependent redn. in carotid arterial 
blood flow and coronary arterial dlara. These data demonstrate that 
sumatriptan Inhibits neurogenic Inflammation 1n the rat (MED. 100 
.mu.g kg-1, l.v.) and produces vasoconstriction In the dog, over a 
similar dose-range. Interestingly, doses of CP 122,288 that Inhibit 
neurogenic Inflammation In rat dura mater (0.3-300 ng kg-1) were 
demonstrated to be devoid of vasoconstrictor activity In either the 
carotid or coronary vascular beds of dog. These data demonstrate 
that In the rat, CP-122.Z88 is a highly potent and selective 
Inhibitor of neurogenic Inflammation In Intracranial tissues, at 
doses which are devoid of vasoconstrictor activity In dog. 
Potentially, CP-122,288 may be of use for the acute treatment of 
migraine, without the risk of cardiovascular side-effects. 

IT 1433Z1-74-B, CP-122288 

RL: ADV (Adverse effect, including toxicity); BAC (Biological 
activity or effector, except adverse); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 
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(CP-122,288 pharnacol. profile as selective Inhibitor of 
neurogenic inf tarnation In relation to nigral ne treatment) 
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1995:772570 Oocuaent No. 123:169499 Indole derivatives as 5-HTl-1lke 
agonists for use in algralne. Wythes, Martin Janes (Pfizer Ltd., 
UK; Pfizer Inc.; Pfizer Research and Oevelopaent Coapany, 
N.V./S.A.). PCT Int. Appl. WO 9424127 Al 941027, 124 pp. 
DESIGNATED STATES: W: AU, BR, CA, CK, CZ, FI, HU. JP, KR, NO, NZ, 
PL, RU. US; RW: AT, BE. CH, OE. OK, ES, FR, GB, GR, IE, IT, LU, MC, 
NL, PT. SE. (English). CODEN: PIXXD2. APPLICATION: WO 94-EP1121 
940411. PRIORITY: GB 93-8360 930422; GB 93-24433 931127. 

Gl 




AB The title coapds., 3- (pyrrol Idlnylaethyl) Indoles and 

3-(p1per1d1nylaethyl)1ndoles I (R3 = (2-pyrro11d1nyl)aethyl, 
3-pyrrol1d1nyl, 4-plperldlnyl, (3-p1per1d1ny1)nethyl; R2 = alkyl, 
oxoalkyl, etc.] were disclosed as selective 5-HTl-11ke agonists 
useful In the treatnent of nigral ne, cluster headache, chronic 
paroxysaal heal crania and headache assocd. with vascular disorders. 
A specifically cl aided exanple conpd. is 5-(3-hydroxybutyl)-3-[(R)- 
(l-aethy1-2-pyrro1ldlny1)aethyl]-l-H-lndole (II). 

IT 143322-57-0 

RL: RCT {React ant) 

(prepn. of (pyrrol Idlnylaethyl) Indoles 5-HTl-llke agonists) 
IT 143322-46-7P 1S343S-71-3P 1S343S-73-SP 
1S3525-3S-0P IS3S25-S0-9P 153S25-51-0P 
167303-SO-6P 1673D3-S1-7P 167303 -54-0P 
167303-SS-1P 167303-56-2P 167303-63-1P 
167303 -64-ZP 167303-66-4P 167303 -67-5P 
167303 -71- IP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of (pyrrol Idlnylaethyl) Indoles 5-HTl-11ke agonists) 
IT 16730Z-44-5P 167302-4S-6P 167302-46-7P 
167302-47-8P 167302- 48-9 P 167302-49-0P 
167302-5O-3P 167302-51-4P 167302-52-5P 
167302-S3-6P 167302-54-7P 1673CZ-SS-8P 
167302-56-9P 167302-62-7P 167302-63-8P 
167302-64-9P 167302-65-0P 16730Z-66-1P 
167302-71-8P 167302-72-9P 167302-73-OP 
167302-74-1P 167302-75-2.P 167302-76-3P 
167302-77-4P 167302-78-SP 167302-79-6P 
167302-80-9P 167302-81-OP 167302-82-1P 
167302-83-2P 167302-84-3 P 167302 -92 -3 P 
167302-93 -4P 167302-94-SP 167302-95-6P 
167302-96-7P 16730Z-97-BP 16730Z-98-9P 
16730Z-99-OP 167303-00-6P 167303-01-7P 
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167303-02-8P 167303-03-9P 167303-04-OP 

167303-0S-1P 167303-06-ZP 167303-07-3P 

167303-08-4P 167303-09-5P 167303-10-8P 

167303-11-9P 167303-1Z-0P 167303-13-1P 

167303-14-ZP 167303-1S-3P 167303-16-4P 

167303-17-5P 167303-18-6P 167303-19-7P 

167303-20-CP 167303-Z1-IP 167303-Z3-3P 

167303-Z4-4P 167303-Z5-5P 167303-Z6-6P 

167303-Z7-7P 167303-28-8P 167303-Z9-9P 

167303-30-ZP 167303-31-3P 167303-3Z-4P 

167303-33-5P 167303-34-6P 167303-3S-7P 

167303-36-BP 167303-37-9P 167303-3B-0P 

L67303-39-1P 167303 -40-4P 167303 -41 -SP 

167303- 42 -6P 167303 -43 -7 P 167303 -44 -8P 

167303-4S-9P 167303-46-0P 167303-47-1P 

167303-48-ZP 167303-49-3P 167303-S3-9P 
167303-S7-3P 

RL: 5PN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(prepn. of (pyrroHdlnylnethyl)lndoles 5-HTl-11ke agonists) 
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1995:685346 Oocuaent No. 123:313894 Z+Y-ZH conpounds as potential 

1,3-dlpoles. Part 44. Asynnetrlc 1,3-dlpolar cycloaddltlon reactions 
of lalnes and chlral cyclic dlpolarophlles. Cooper, Daniel M.; 
Grlgg, Ronald; Hargreaves, S1non; Kennewell, Peter; Redpath, Janes 
(Sch. Chen., Leeds Univ., Leeds, LS2 9JT, UK). Tetrahedron, 51(28), 
7791-808 (English) 1995. CODEN: TETRAB. ISSN: 0040-4020. 

AB Metal lo- 1,3-dlpoles generated In situ fron both aryl and allph. 
mines of . alpha. -anlno esters by the action of silver salts and 
tertiary anlnes undergo cycloaddn. at roon tenp. to give 
(aenthyl ) furo[3 ,4-c] pyrrol ecar boxy 1 ates pyrrolopyrrol ecarboxyates . 
.p1 .-Interaction between the dlpolarophlle carbonyl group and the 
aryl group In the aryl mines Is not required for good Induction. 
The stronger the base the faster the cycloaddn. with 
2-t-butyl-l,l,3,3-tetranethylguan1d1ne > 0BU > NEt3. X-ray crystal 
structures of representative cycloadducts established the abs. 
configuration of the pyrrolidine stereocenters. 

IT 170027-B9-1P 170027-95-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
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1995:611905 OOCuaent No. 123:41025 Opportunities and limitations of 
modern TLC/KPTLC In the quality control of L-tryptophan. Jork, 
Hellaut; Gan/, Jutta (Oepartaent Pharmacy und Biological Chemistry, 
University Saarland, Saarbruecken, 66041, Germany). L -Tryptophan: 
Curr. Prospects Med. Drug Saf., 338-50. Edltor(s): Kochen, Walter; 
Stelnhart, Hans, de Gruyter: Berlin, Germany. (English) 1994. 
CODE*: 61JRA9. 

AB Ascending, one-dlaens1onal development of chroaatograas was carried 
out on Chlral plates (10 x 20 en) In a trough chamber with chaaber 
satn. The nubile phase was acetonltrlle-oethanol -water (40-10-10, 
vol ./vol ./v) . The chroaatog. was completed after 10 aln (distance 
run 6 ca). The iones were stained by dipping (1 s) in a nlnhydrln 
soln. and heating to HO.degree. for 5 aln. Bluish-red zones were 
produced on colorless backgrounds for L-tryptophan, O-tryptophan, 
and 1,1 '-ethy 11 dene- bis (l-tryptophan). Only the two dlastereoaers 
3-carboxy-l-(3-1ndolylnethyl)-l,2,3,4-tetrahydro-.beta.-carbo11ne 
were stained ochre yellow. The selectivity of thin-layer chroaatog. 
sepn. is so great that l-and O-tryptophan and 1,1 '-ethyl ldene-bls(L- 
tryptophan) can be sepd. excellently. Nor Is there any difficulty 
In sepg. L-tryptophan, 1,1' -ethy I1dene-b1s (L-tryptophan), 
3-carboxy-l,2,3,4-tetrahydro-.beta.-carbol1ne and 
3-carboxy-l-aethyl-l,2,3,4-tetrahydro-.beta.-carbollne. 

IT 164068-18-2 164203-07-0 

RL: AN I (Analyte); ANSI (Analytical study) 

(opportunities and limitations of aodern TLC/HPTLC In the quality 
control of L-tryptophan) 
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1995:575044 Document No. 122:309995 Differentiating Penlctlltua 
species by detection of Indole metabolites using a filter paper 
aethod. Lund, F. (Oepartaent of Biotechnology, Technical University 
of Oenaark, Lyngby, Oen.). Lett. Appl. Microbiol., 20(4), 228-31 
(English) 1995. COOEN: LAMIE7. ISSN: 0266-8254. 

AB The Indole secondary aetaboHtes chaetoglobosln C, cyclopla/onlc 
add, Isofualgaclavtne A and rugulovaslne A and B produced by 
several Penldlllua species growing on Ciapek yeast autoly/ate agar 
were detected directly 1n the culture using filter paper wetted with 
Ehrllch reagent dissolved In ethanol. The filter paper was placed 
on the mycelial side of an agar plug and the aetaboHtes were 
visualised as a violet zone on the paper within 10 aln. It was 
shown that the combined characters of the violet reaction on filter 
paper and the ability to grow on creatine sucrose agar occurred In 5 
out of 16 species of PenlctlHua exaad. A few addnl. simple 
aorphol. and physlol. criteria were then sufficient for 
Identification of P. eaaembertl, P- commune, P. discolor, P. 
expansua and P. rouefortl var. rouquefortl. 

IT 50645-76-6. Chaetoglobosln C 

RL: ANT (Analyte); ANST (Analytical study) 

{Differentiating Penldlllua species by detection of Indole 
aetaboHtes using a filter paper aethod) 
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1995:549880 Document No. 122:306133 Effect of a 5-HT1 receptor 

agonist, CP-122,288, on edema formation Induced by stlaulatlon of 
the rat saphenous nerve. Kajekar, Radhlka; Gupta, Paul; Shepperson, 
Nicholas B. ; Brain, Susan 0. (Vascular Biology Research Centre, 
King's College, London, SW3 6LX, UK). Br. J. Pharmacol., 115(1), 
1-2 (English) 1995. COOEN: BJPCBM. ISSN: 0007-1188. 

AB Neurogenic edeaa formation In the rat hind paw skin Induced by elec. 
stimulation of the saphenous nerve and measured by extravasation of 
[1251] -albumin, was Inhibited by the S-HT1B receptor agonist, 
CP-93,129, and the novel tryptaalne analog, CP-122,288. Significant 
Inhibition of up to 66% of control was obsd. with CP-122,288 (2 
.times. 10-14 - 2 .times. 10-7 aol kg-1) and CP-93,129 (5 .times. 
10-7-5 -times. 10-6 mol kg-1), with the mln. ED for CP-122,288 being 
about 107 fold less than that for GP-93,129. Edema formation 
Induced by the Intradermal administration of exogenous mediators 
(substance P and histamine) in rat dorsal skin was not Inhibited by 
CP-122,288 (2 .times. 10-10 mol kg-1). These results suggest that 
CP-122,288 1s a potent Inhibitor of neurogenic Inflammation In rat 
skin and that the effect aay be due to a prejunctional Inhibition of 
neuropeptide release. 

IT 143321-74-8. CP-122288 

RL: BAC (Biological activity or effector, except adverse); THU 
(Therapeutic use); BIOL (Biological study); USES (Uses) 

(neurogenic edeaa Inhibition by 5-HT1 receptor agonist CP-122288) 
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1995:521096 Document No. 122:310000 High-performance liquid 

chromatography comparison of supercritical -fluid extraction and 
solvent extraction of microbial fermentation products. Cocks, 
Simon; Wrlgley, Stephen K.; Chi carel 11 -Robinson, H. Ines; Smith, 
Roger M. (Xenova Ltd, 240 Bath Road, Slough Berkshire, SL1 4EQ, UK). 
J. Chromatogr., A, 697(1 * 2), 115-22 (English) 1995. COOEN : 
JCRAEY. 

AB The use of supercrlt. fluids for the extn. of blol. active compds. 
from the blomass of microbial fermns. has been compared with extn. 
using the org. solvents methanol and dlchloromethane. Compds. 
representing a range of structural types were selected for 
Investigation. All the exts. obtained were exaad . by reversed-phase 
HPLC. The extractablllty of metabolites using unmodified and 
methanol -modi fled supercrlt. -fluid carbon dioxide was exaad. in 
particular detail for six microbial metabolites: chaetoglobosln A, 
mycoluteln, luteoretlculln, 7,8-d1hydro-7,8-epoxy-l-hydroxy-3- 
hydroxyaethylxanthone-8-carboxyllc add Me ester, sydowlnln B and 
elalophylln. The extn. strength of supercrlt. -fluid carbon dioxide 
alone appeared to be lower than that of dlchloromethane. All the 
components of Interest that were extractable with dlchloromethane 
and methanol were also extractable with methanol -modi fled carbon 
dioxide. 

IT 50335-03-0P, Chaetoglobosln A 

RL: PUR (Purification or recovery); PREP (Preparation) 

(HPLC comparison of supercrlt. -fluid vs. solvent extn. of 
microbial fermn. products) 
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1995:517652 Document No. 123:33479 Synthesis of Art store 11 a- type 
alkaloids. Part XV. Total synthesis of (♦) -hobartlnol . Oobler, 
Karkus; Anderson, Jaaej C; Juch, Mathlas; Sorschberg, Hans-Juerg 
(Lab. Org. Chen., Eldgenoesslschen Tech. Hochschule, Zurich, 
CH-8092, Swltf.). Helv. Chin. Acta, 76(2), 292-300 (English) 199S. 
CODES: HCACAV. ISSN: 0018-019X. 




AB Synthetic (♦)-makoraak1ne was transformed In six steps Into 

{♦)-(17R,18R)-17,lB-d1hydrohobart1ne-17,18-dlol (W-l) with an 
overall yield of 38%. This conpd. was shown to be Identical with 
natural hobartlnol, a aonoterpene indole alkaloid fron Arlstotella 
australaslca, originally believed to be the (17S)-ep1ner. At the 
saae tlae, the synthesis of delineates the hitherto unknown 

abs. configuration of this netabollte. 

11 131669-90-4P, (-») -Hobartlnol 

RL: PRP (Properties); SPN (Synthetic preparation); PREP 
(Preparation) 

(total synthesis of hobartlnol) 

IT 79559-56-1, (+) -Makonaklne 
RL: RCT (Reactant) 

(total synthesis of hobartlnol) 

IT 163B12-Z9-1P 163812-32-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(total synthesis of hobartlnol) 

IT 163812-33-7P 1639S6-17-0P 

RL: SPK (Synthetic preparation); PREP (Preparation) 
(total synthesis of hobartlnol) 
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1995:502550 Docuaent No. 123:228024 Trapping of lalnltm by the Indole 
nucleus during catalytic hydrogenatlon of nltriles: a rapid 
synthesis of tetrahydro-.beta.-carbollnes. Olker, Khalld; Ooee de 
Nalndrevllle, Nlchele; Levy, Jean (Faculte Pharoacle, Unlverslte 
Reins Chaapagne-Ardenne, Reins, F-51096, Fr.). Tetrahedron Lett., 
36(14), 2497-500 (English) 1995. CODEN: TELEAY. ISSN: 0040-4039. 

AB Reductive self-condensation of Indoleacetonltrlle upon catalytic 
hydrogenatlon over Pd-C In acetic acid yielded l-(3-1ndolylnethyl)- 
l,2,3,4-tetrahydro-.beta.-carbol1ne. Hydrogenatlng 
3,4-dlaethoxyphenylacetOftltrlle failed to give tetrahydropapaverlne, 
bat a cross reaction between indoleacetonltrlle and 
3,4-dlaethoxyphenylacetonltrlle allowed isolation of 
1 - (3 .4 -d 1 nethoxy ben/y 1 ) - 1 ,2 , 3 ,4 - tet rahydro- . bet a . - carbol 1 ne , wh 1 ch 
was also prepd. (76 *) by catalytic hydrogenatlon of a nlxt. of 
tryptaalne and 3,4-dlaethoxyphenylacetonltrlle. Besides an easy 
access to the yohlnbane skeleton, the reaction opens the way to a 
useful general synthesis of tetrahydro-.beta.-carbollnes. 

IT 168209-33 -4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 

(synthesis of tetrahydrocarbollnes by catalytic hydrogenatlon of 

nltriles) 
IT 168209-35-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(synthesis of tetrahydrocarbollnes by catalytic hydrogenatlon of 

nltriles) 
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1995:466381 Docunent No. 122:25 6183 The pre- and postjunctional 
activity of CP-122,288, a conformational ly restricted analog of 
sumatriptan. Beattle, Oavld T.; Connor, Helen E. (Phartiacology II, 
Glaxo Research and Developnent Ltd., Park Road, Ware Herts, SG12 
OOP, UK). Eur. J. Pharmacol., 276(3), 271-6 (English) 1995. CODEN: 
EJPKA2. ISSN: 0014-2999. 

AB The present study Investigated the pre- and postjunctional activity 
of CP-122,268 (5-nethyl-am1nosulfonylmethyl-3-(N-raethylpyrrol1d1n-2R- 
yl-nethyl)-lH -Indole), an analog of the vascular 5-HT1 receptor 
agonist, sunatrlptan. CP-122,288 Inhibited neurogenic plasna 
protein extravasation In rat dura with a potency approx. 40 000-fold 
greater than sumatriptan ( IDSO values of 0.3 praol/kg and 13.9 
nnol/kg l.v. resp.). However, CP-122,288 was only approx. 2-fold 
more potent than sumatriptan at Inhibiting neurogenlcally nedlated 
contractions of the dog saphenous vein. CP-122,288 contracted the 
dog saphenous vein and basilar artery with a potency approx. 2-fold 
greater than that of sumatriptan. Both compds. possessed similar 
affinities at either human 5-HT1D. alpha, or 5-HTlD.beta. receptors. 
It is concluded that CP-122,288 exhibits a prejunctional selectivity 
In the meninges to Inhibit dural plasma protein extravasation 
independent of 5-HT1D. alpha, and 5-KT10.beta. receptor activation. 

IT 143321-74-8, CP-122288 

RL: BAC (Biological activity or effector, except adverse); BIOL 
(Biological study) 

(pre- and postjunctional activity of CP-122,288, a 
conformational ly restricted analog of sumatriptan) 
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1995:421524 Docunent No. 122:205025 Suppression by the sumatriptan 
analog, CP-122,288 of c-fos Imn'unoreactlvlty in trlgenlnal nucleus 
caudalls Induced by Intraclsternal capsaicin. Cutrer, F. Michael; 
Schoenfeld, Oavld; Llmroth, Volker; PanaMan, Narlman; Moskowltz, 
Michael A. (Harvard Med. Sen., Massachusetts Gen. Hosp., Boston, MA, 
02114, USA). Br. J. Pharmacol., 114(5), 987-92 (English) 1995. 
CODEN: BJPCBM. ISSN: 0007-1188. 

AB The effects of an l.v. administered sumatriptan analog were examd. 
on c-fos-llke imnunoreactlvlty (c-fos-LI), a marker of neuronal 
activation, evoked within trigeminal nucleus caudalls (TNC) and 
other brain stem regions 2 h after Intraclsternal Injection of the 
Irritant, capsaicin (0.1 mo, 0.1 mM), 1n pentobarbltone-anesthetUed 
Hartley guinea pigs. C-fos-LI was assessed In eighteen serial 
sections (50 .mu.m) using a polyclonal antiserum. A weighted av., 
reflecting total expression within lamina I, 1 10 of TNC was obtained 
from three representative levels (I.e., at -0.225 mm, -2.475 ram and 
-6.075 mm). Capsaicin caused significant labeling within lamina I, 
110, a region contg. axonal terminates of small unmyelinated 
C-flbers, as well as within the nucleus of the solitary tract, area 
postrena and medial reticular nucleus. A similar distribution of 
pos. cells was reported previously after intraclsternal Injection of 
other chen. Irritants such as autologous blood or carrageenln. 
Pretreatnent with a conformational ly restricted sumatriptan analog 
(with some selectivity for 5-HT1B and 5-HT1D receptor subtypes) 
CP-122,288, reduced the weighted av. by approx. 50-60* (P < 0.05) in 
lamina I, 1 10 at 100 pnol kg-1, l.v., but did not decrease cell no. 
within area postrena, nucleus of the solitary tract or medical 
reticular nucleus. A slnllar pattern was reported previously 
following sumatriptan, dlhydroergotamlne or CP-93,129 administration 
after noxious meningeal stimulation, we conclude that modifications 
at the amlno-Et side chain of sunatrlptan dramatically enhance the 
suppression of c-fos expression within TNC, a finding consistent 
with Us remarkable potency against neurogenic plasma protein 
extravasation within dura matter. CP-122,288 and related analogs 
may serve as an Important prototype for drug development In migraine 
and related headaches. 

IT 143321-74-8, CP-122288 

RL: BAC (Biological activity or effector, except adverse); THU 
(Therapeutic use); BIOL (Biological study); USES (uses) 
(suppression by sumatriptan analog, CP-122,288 of c-fos 
imnunoreactlvlty In trigeminal nucleus caudalls Induced by 
Intraclsternal capsaicin) 
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1995:373949 Oocuatnt do. 122:240108 Microbial bydroxylatlofl of sone 
synthetic Arlstotella alkaloids. Dobler, Karkus; Borschberg, 
Hans-Juerg (lab. Org. chca., Eldgenoesschen lech. Hochsch., Zurich, 
CH-8092, Swltz.). Tetrahedron: Asynaetry, 6(1), 213-20 (English) 
199S. COOEN: TASYE3. ISSJI: 0957-4166. OTHER SOURCES: CAS REACT 
122:240108. 
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1995:354225 Oociaent no. 122:133200 5-aryl Indole derivatives and their 
use as serotonin (5-HT1) agonists. Nacor, John Eugene (Pfizer Inc., 
USA). PCT Int. Appl. WO 9410171 Al 940511, 72 pp. DESIGNATED 
STATES: W: AU, 8R, CA, CZ, JP, ICR, NO, NZ. PL. RU, US; RW: AT, BE, 
CH, OE, OK, ES, FR, GB, GR, IE, IT, LU, MC. NL, PT, 5E. (English). 
CODEN: PIXXD2. APPLICATION: WO 93-US9790 931019. PRIORITY: US 
92-970758 921102. 

GI 




AS Synthetically prepd., optically pure saaples of the rare Arlstotella 
alkaloids (+)-nakonak1ne (1), (-)-hobartlne, and {+)-ar1stote11ne, 
were exposed to twelve selected fungal strains and have been shown 
to afford, sonetlnes In preparatlvely acceptable yield, known, as 
well as hitherto unknown hydroxy lated derlvs. thereof. 

IT 1S2J33-71-3P 162333-72-4? 1&Z333-73-SP 
1624Z8-48-0P 

RL: BPN (Blosynthetic preparation); BIOL (Biological study); PREP 
(Preparation) 

(nlcroblal hydroxylatlon of sone synthetic Arlstotella alkaloids) 
IT 73004-61-2, (-) -Hobartlne 79559-S6-1, 
(♦}-Makonaklne 
RL: RCT (Reactant) 

(nlcroblal hydroxylatlon of sone synthetic Arlstotella alkaloids) 



R3 R4 

Uc 

R2_// ^D-R5 




AB The title conpds. I (Rl = anlnoalkyl; R2-R5 » K, alkyl, aryl, etc.) 
were disclosed. I are useful In treating nlgralne and other 
disorders; they are useful psychotherapeutics and are potent 
serotonin (5-HT1) agonists and benzodiazepine agonists and 
antagonists and nay be used in the treatment of depression, anxiety, 
eating disorders, obesity, drug abuse, cluster headache, nlgralne, 
pain and chronic paroxysnal henl crania and headache assocd. with 
vascular disorders, and other disorders arising fron deficient 
serotonergic neurotransalsslon. I are also useful as centrally 
acting antihypertensives and vasodilators. A specifically dalned 
exanple conpd. Is 5-cyano-l-[[3-[l-(2-nethoxyethyl)-Z- 
pyrrol1d1nyl]nethyl]-5-1ndolyl]-lH-benzln1dazole (11). 

IT 160907-04-OP 160907-05-1P 160907-06-ZP 
160907-07-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
IT 143322-01-4P 151272-89-8? 151272-90-1P 

151272- 99-0P 151273-00-6P L51273-01-7P 

151273- 05-1P 151273-06-2? 151273-07-3P 
151273-08-4P 151273-11-9? 158752-53-SP 
160906-44-5P 160906-4S-6P 160906- 46- 7P 
16W06-47-8P 160906-48-9P 16O906-49-0P 
160906-S0-3P 160906-S1-4P L60906-54-7P 
160906-S5-8P 160906-81-OP 160906- 82- IP 
160906-83-2P 160906-84-3P 160906-8S-4P 



L6 ANSWER 15 OF 180 CAPLUS COPYRIGHT 1996 ACS (Continued) 
160906-B6-SP 160906-B7-6P 160906-95-6P 

160906- 96-7? 16O906-97-8P 16O907-00-6P 

160907- 08-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as Internedlate for aryl Indole serotonlnerglc 
agonist) 

IT 160906-S6-9P L60906-57-0P L6O906-S8-1P 
160906-59-2P 160906-60-SP 160906-61-6? 
160906-62-7? 160906-63-8? 160906-64-9? 
160906-65-0? 160906-66-1? 160906-68-3? 
160906-69-4? 160906-72-9? 160906-73-OP 
160906-74-1? 160906-75-2? 16O906-79-6P 

160906- 80-9? 160906-91-2? 160906-94-SP 

160907- 03-9? 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as serotonlnerglc agonist) 
IT 151272-88-7 

RL: RCT (Reactant) 

(reactant for aryl Indole serotonlnerglc agonist) 
IT 160907-09-5 

RL: RCT (Reactant) 

(serotonlnerglc agonist) 



L6 ANSWER 16 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1995:300051 Oocunent No. 122:64328 Use of Indole derivatives as 5-HT1 
antagonists. Macor, John Eugene (Pfizer Inc., USA). PCT Int. Appl. 
WO 9425023 Al 941110, 22 pp. DESIGNATED STATES: W: AU, BG, BR, CA, 
CN, CZ, FI, HU, JP, ICR, NO, NZ, PL, RO, RU. SK; RW: AT, BE, BF, BJ, 
CF, CG, CH, CI, CH, OE, OK, ES, FR, GA, GB, GR, IE, IT, LU, KC, ML, 
MR, NE, NL, PT, SE, SN, TD, TG. (English). CODEN: PIXXDZ. 
APPLICATION: WO 94-IB79 940426. PRIORITY: US 93-53930 930427. 

AB The present Invention relates to pharnaceutlcal conpns. contg. 

(R)-5-(nethylan1nosulfonylnethyl)-3-(N-nethylpyrrol1d1n-2-ylnethyl)- 
lH-lndole or (R)-5-(aethylaa1nosul fonylnethyl) -3- (pyrrol 1d1n-2- 
ylnethyl)-lH- Indole for the treatnent of conditions such as 
hypertension, depression, anxiety, eating disorders, obesity, drug 
abuse, cluster headache, nlgralne, pain, chronic paroxysnal 
henl crania, and headache assocd. with vascular disorders. 

IT 143321-82-8? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 

(Indole derlvs. for treatnent of disorders fron deficient 

serotonergic neurotransmission) 
IT 143321-74-8P 143321-78-2? 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(Indole derlvs. for treatnent of disorders fron deficient 

serotonergic neurotransmission) 
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16 ANSWER 17 OF ISO CAPLUS COPYRIGHT 1996 ACS 

1995:191714 Docunent No. 122:106219 Synthesis of Arlstotel la-type 
alkaloids. Part XIV. total synthesis of (+) -arlstolone. Dobler, 
Markus; Borschberg, Hans-Juerg (Lab. Org. Chen., Eldgenoesslschen 
Technlschen Hochschule, Zurich, CH-8092, Swltz.j. Tetrahedron: 
Asynaetry, 5(10), 202S-32 (English) 1994. CODEK: TASYE3. ISSN: 
0957-4166. OTHER SOURCES: CAS REACT 122:106219. 

GI 




16 ANSWER 18 OF 180 CAPLUS COPYRIGHT 1996 ACS 
1995:115157 Docuaent No. 122:9327 Stolchloaetrlcally sensitized 
decarboxylation occurring In a ml. crystal coaposed of 
phenanthrtdlne and 3-1ndoleacet1c acid. Koshlaa, Hldeko; Ding, 
Kullllng; Matsuura, Teruo (Fac. Scl . Technology, Ryukoku Univ., 
Otsu, 520-21, Japan). J. Chea. Soc.. Chen. Connun. (18). 2053-4 
(English) 1994. CODER: JCCCAT. ISSN: 0022-4936. OTHER SOURCES: 
CJRSC. 

AS Irradn. of a aol . crystal between phenanthrldlne and 3-lndoleacetlc 
acid at -70.degree.C causes decarboxylation to give 3 -aethyl Indole 
In high yield as the sole product; phenanthrldlne behaves like a 
stolehlooetrlc sensitizer 1n the crystal. 
IT 1S9617-SJ-SP 

RL: BYP (Byproduct); PREP (Preparation) 

(stolchlonetrically sensitized decarboxylation occurring In a 
aol. crystal coaposed of phenanthrldlne and Indoleacetlc add) 



AB The first total synthesis of the highly functional lied nonoterpenold 
Indole alkaloid {+) -arlstolone (I) 1s described. This Investigation 
uncovered the hitherto unknown relative and abs. configuration of 
this rare aetabollte which had been isolated before by others In 
ppn-ants. froo Arlstotella australaslca. Oehydratlon of synthetic I 
led to a readily separable nlxt. of the two alkaloids 
11,12-dldehydro-l-oxoaakoaaklne and 11,12-dldehydro-l-oxohobartlne 
which had been Isolated In 1988 fron A. chllensls. 

IT 79S59-S6-IP, W-Makoaaklne 

Rl: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(total synthesis of arlstolone) 

IT 99655-77-3P 15W79-19-8P 159979-26-7P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(total synthesis of arlstolone) 



L6 ANSWER 19 OF 180 CAPLUS COPYRIGHT 1996 ACS 
1994:681120 Docuaent No. 121:281120 The synthesis of 

. alpha. -(3-lndo1y1nethy1)prol1ne-conta1n1ng conpounds as CCK 
llgands: analogs of PO-J34308. Kendrlck, David A.; Ryder, Haalsh; 
Seaple, Graene; Sheppard, Andrew; Szelke, Michael (Res. Cent., 
Southaapton Univ., Southanpton, S01 7NP, UK) . Pept. 1992, Proc. 
Eur. Pept. Syap., 22nd, Meeting Date 1992, 579-80. Edltor(s): 
Schneider. Conrad H . ; Eberle, Alex N. ESC0M: Leiden, Neth. 
(English) 1993. COOEN: 60LUAN. 

GI 



9J0 



Y^pi 



AB A report froa a synposlun on the stereoselective prepn. of analogs I 
(Adoc = 2-adanantyloxycarbonyl) which have and .alpha. -{3- 
Indolylnethyl) proline residue In place of the .alpha. -aethyl -D- 
tryptophan of PO 134308. 
IT 15TO73-11-10P, peptides contg. 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(asyn. synthesis of . alpha. -(3-1ndolylnethyl)pro11ne-contg. 
peptides as analogs of P0 134308) 
IT 1SOT73-12-2DP, derlvs. 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(asyn. synthesis of . alpha. -(3-1ndoly1nethyl)prol1ne-contg. 
peptides as analogs of PO 134308) 



L6 ANSWER 20 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1994:680497 Oocuaent No. 121:280497 Use of 2,5-Dlaethylpyrrole as an 
Anlno-Protectlng Group In an Efficient Synthesis of 
5-Aa1no-3-[(N-nethyl- pyrrol 1d1n-2(R)-yl)nethyl] Indole. Macor, John 
E.; Chenard, Bert L.; Post, Ronald J. (Departaent of Medicinal 
Chealstry, Pfizer Inc., Groton, CT, 06340, USA). J. Org. Chea., 
59(24), 7496-8 (English) 1994. CODEN : JOCEAH. ISSN: 0022-3263. 
OTHER SOURCES: CAS REACT 121:280497; CJACS- IMAGE; CJACS. 

AB 5-Aa1no-3-(N-nethylpyrrol1d1n-2R-y1aethyl)1ndole was synthesized 1n 
an overall of 39* in four steps on a large scale. Crucial to the 
success of this sequence was the use of a 2,5-dlnethylpyrrole as the 
protecting group for the 5-aalnolndole functionality. This 
protecting group was stable to (unreactlve toward) ethylaagneslun 
broalde, a hindered acid chloride (CBZ-prollne acid chloride), and 
llthlua alualnua hydride, but easily renoved In high yield using 
unique conditions (hydroxyzine hydrochlorlde/trlethylarilne/propano 
1 /water/. DELTA.). 

IT 15875Z-SJ-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(use of dlnethyl pyrrole as an aal no- protecting group In an 
efficient synthesis of an1no[(nethylpyrrol1d1nyl)nethyl]1ndole) 
IT 143322 -01 -4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(use of dlnethyl pyrrole as an anlno-protectlng group In an 
efficient synthesis of aalno[(nethylpyrrolld1nyl)nethyl]1ndole) 
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16 ANSWER 2) OF ISO CAPLUS COPYRIGHT 1996 ACS 

1994 : 631Z80 Oocuaent No. 121:231250 Kon-decarboxy 1 at We 1,3-dlpolar 
cycloaddUlons of talnes of .alpha, -aalno acids as a route to 
proline derivatives. Aly, Moustafa F.; Younes, Mansour I.; 
Metwally. Saoud A. K. (Fac. Set., Asslut Univ., Qena, Egypt). 
Tetrahedron, 50(10), 3159-68 (English) 1994. COOEN: TETRAfl. ISSN: 
0040-4020. OTHER SOURCES: CAS REACT 121:231280. 




L6 ANSWER 22 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1994:574790 Oocuaent No. 121:174790 Antifungal substances produced by 
Chaetoalua globosua. Aaealya, Yoshlalkl; Kendo, AklMro; Hlrano, 
Kuuya; Hlrukawa, Toshlhual; Kato, Tadahtro (Fac. Hortlc, Chlba 
Univ., Katsudo, 271, Japan). Chlba Oalgaku Engelgakubu Gakujutsu 
Hokoku. 48, 13-18 (Japanese) 1994. COOEN: COEGAF. ISSN: 0069-3227. 

AB Antifungal substances were extd. froa culture filtrate of the aost 
antagonistic isolate identified as Chaetoalua globosua. Two active 
substances were obtained by using silica gel coluan chroaatog. and 
high perfomance llq. chroaatog. By analyzing with aass 
spectroaeter (EIMS, HR-MS), 1H-NMR and 13C-NKR, the aajor substance 
was identified as Chaetoglobosln A, one of the toxic aetabolltes 
produced by C. globosua and C. chochl lodes. Another substance was 
assuaed to have slallar structure with Chaetoglobosln A. The aajor 
substance coapletely inhibited the spore gemination of V. dahltae 
at 32 .ou.g/aL. It was also active against V. albo-atrun and 
Rh1*octon1a solanl, but not against Fusarlua oxysporua, F. solanl 
and Pythlua aphanldernatua. 

IT 50335-03-0, Chaetoglobosln A 

RL: BAC (Biological activity or effector, except adverse); BIOL 
(Biological study) 

(froa Chaetoalua globosua, antifungal activity of, against 
Vertlcllllua and RhUoctonla) 



AB The 1,3-dlpolar cycloaddn. reaction of alanine with sal Icyl aldehyde 
and N-substltuted aa1e1n1des 1 (R = He, Ph) gave stereospeel fie 
cycloadducts II. The 1,3-dlpolar cycloaddn. reaction of 
. alpha. -aal no acids with aryl aldehydes In the presence of dl-Me 
fuaarate gave Isoaerlc cycloadducts HI (Ar = 2 -hydroxy phenyl, Rl = 
Me, H, CH2CHMe2, CH2CH2SMe, CH2Ph, 1ndol-3-ylnethyl; Ar Ph, 
2-aethoxyphenyl , 2,4.d1aethoxyphenyl, Rl = Me) and IV (Ar and Rl = 
sane). The relatively low yield 1n the case of dl-Me fuaarate 1s 
presusably due to the sterlc Interaction between the dlpol arophlle 
and the substltuents at both ends of the dlpole. 

IT IS8134-7S-9P U8249-37-7P 

RL: 5 PR (Synthetic preparation); PREP (Preparation) 
(prepn. of) 



L6 ANSWER 23 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1994:463046 Oocuaent no. 121:83048 (Acylanl no) Indole derivatives as 
S-HT1 agonists. Macor, John E. (Pfl/er Inc., USA). PCT Int. Appl . 
WO 9321180 Al 931028, 32 pp. DESIGNATED STATES: W: AU, BR, CA, C2, 
DE, JP, ICR, NO, NZ, PL, RU, SK, UA, US; RW: AT. BE, CH, DE, OK, ES, 
FR, GB, GR, IE, IT, LU, MC, NL. PT, 5E. (English). CODEN: P1XXD2. 
APPLICATION: WO 93-US1807 930304. PRIORITY: US 92-866382 920410. 

GI 



R2C0Y(|WNH. 




AB The title conpds. I [Rl = H, CI -6 alkyl, C3-6 alkenyl, C3-6 alkynyl, 
(un) substituted aryl, etc.; R2 = CF3, Cl-6 alkyl, aryl, CI -3 
alkylaryl, etc.; R6 = H, OH, alkoxy, aryloxy, acylaalno, etc.; W, Y 
= aalno acid residue; n - 0, 1; n = 0-2], which are S-HT) agonists 
(no data), useful in the treatment of hypertension (no data), 
depression (no data), anxiety (no data), pain (no data), etc., are 
prepd. Thus, N-benjyloxycabonylglyclne was coupled with 
S-aa1no-3-(N-nethylpyrrol1d1n-2R-y1aethy1)-lK-1ndole, producing 
5- (N-ben/yloxycarbony1g1ycyl)aa1no-3-(N-aethyl pyrrol 1d1n-2R- 
ylaethyl)-lH-1ndole 1n 74* yield. 
IT 143321-S8-8 143322-01-4 151272-89-8 
1S403B-83-Z IS4038-B4-3 154038-8S-4 
LS403B-86-5 
RL: RCT (Reactant) 

(prepn. as serotonlnerglc receptor agonist) 
IT 143321-58-8 143322-01-4 151273-38-0 
RL: RCT (Reactant) 

(reactant. In prepn. of (acylaalno) Indole serotonlnerglc receptor 
agonists) 



L6 ANSWER 24 OF 180 CAPLUS COPYRIGHT 1996 ACS 
1994:473079 Oocunent No. 121:73079 5- [(3-N1 tropyrld-Z- 

yl) aal no] Indoles: Novel Serotonin Agonists with Selectivity for the 
5-HT10 Receptor. Variation of the C3 Substltuent on the Indole 
Tenplate Leads to Increased 5-HT1D Receptor Selectivity. Macor, 
John E.; Blank, David H.; Fox, Carol 8. ; Lebel, Lorraine A.; Newaan, 
Michael E.; Post, Ronald J.; Ryan, Kevin; Schaldt, Anne w. ; schul*. 
David (toe, 8. Kenneth (Department of Medicinal Chealstry, PfUer 
Inc., Groton, CT, 06340, USA). J. Med. Chen., 37(16), 2509-12 
(English) 1994. COOEN: JMCMAR. ISSN: 0022-2623. OTHER SOURCES : 
CAS REACT 121:73079; CJACS- IMAGE; CJACS. 



AB A series of 5-(3-n1tropyr1d-2-ylaa1no)1ndo1es () has been 

synthesized which contain 2-aa1noethyl side chains at C3 of the 
Indole with varying degrees of conforaatlonal constraint. These 
coapds. show different degrees of selectivity for the 5-HT1D 
receptor, depending on the C3 substltuent. The aajor effect on 
binding and functional activity appears to be with variation of 
affinity and potency for the 5-HT10 receptor. The coapd. aost 
selective for the 5-HT10 receptor In this series Is I. 
IT 143321-S8-8P 151273 -38-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and deprotectlon of) 
IT 1433Z2-01-4P L51Z72-89-BP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, with chloronltropyrldlne) 
IT 151272-88-7P L51272-9Q-IP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. and serotonlnerglc SlO-agonlst activity of, structure 1n 
relation to) 
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16 ANSWER 25 OF 160 CAPLUS COPYRIGHT 1996 ACS 

1994:457330 Docunent Mo. 121:57330 Preparation of Indole derivative* 
as 5-HTl-llke agonists. Macor, John Eugene; Wythes, Martin Janes 
(PfUer ltd., UK; Pfl/er Inc.; Pf1«r Research and Development Co., 
N.Y./S.A.). PCI Int. Appl. WO 9321177 Al 931028, 70 pp. DESIGNATED 
STATES: W: AU, BR, CA, C2, FI, HU, JP, KR, NO, NZ, PL, RU, SK, UA, 
US; RW: AT, 8E. CH, OE, DK. ES, FR, GB, 6R. IE, IT, LU, MC, HI, PT, 
SE. (English). COOEH: PIJ0CD2 . APPLICATION: WO 93-EP738 930325. 
PRIORITY: GB 92-7930 920410. 

61 



» ANSWER 25 OF 180 CAPLUS COPYRIGHT 1996 ACS (Continued) 
153SZS-K-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as 5HT1 agonist) 



as Title coapds. I (Rl = (Cl-6 acyl)-Cl-3 alkylene, (CI -6 

alkyl-02C)-Cl-3 alkylene, (H2N0C)-Cl-3 alkylene, (H2N02S)-Cl-3 
alkylene, (HO) C3-7 cydoalkyl, (aryl) C3-6 alkenyl, heteroaryl-Cl-3 
alkylene etc.; R2 = H, halo, F3C, NC, H2N0C, HO. etc.; k = 0-2) or a 
salt thereof, are prepd. S-(2-Ethylsu1fonylethyl)-3-(2R- 
pyrrodlnylaethyl)-lH-1ndole (prepn. given) was reacted with 
2-pyrldylnethyl chloride to give I (Rl = 2-pyrldlylnethyl , R2 = 
2-EtS02CH2CH2, k ■ 1). A slallar prepd. I (Rl = EtCOCH2, R2 = 
EtS02CH2CH2, k = 1) evaluated for nax. contraction on saphenous vein 
strip showed an EC50 = 3.1 .tines. 10-3M. 
IT 143322-48-9P 153435-71-JP 153S25-51-0P 

153S2S-S2-1P 153S2S-53-2P 1SJS25-54-JP 

153S2S-S5-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, prepn. of 5-HT1 agonists) 
IT 143322-46-7P 143322-47-8P IS3S2S-S7-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 



(prepn. 


of) 






IT 153435-72 


-4P 


153435-73 -SP 


153525 


•10-1P 


153525-11 


2P 


LS3S2S-12-3P 


153525 


13-4P 


153525-14 


■5? 


153S25-15-6P 


153525 


-16-7P 


153525-17 


■BP 


153S2S-18-9P 


153525 


-19-0P 


153525-20 


■IP 


153S25-21-4P 


153525- 


•22-SP 


153525-23 


■6P 


153S25-24-7P 


153525- 


•25-8P 


153525-26- 


■9P 


153S25-27-0P 


153 525 


-28- IP 


153525- 29- 


2P 


153525-30-5P 


153525 


-31-6P 


153525-32 


•7P 


153525-33 -8P 


153525 


•34-9P 


153525-35 


•OP 


153525-36-1? 


153525- 


-37-2P 


153525-38 


•3P 


153S25-39-4P 


153525- 


•40-7P 


153525-41 


■ BP 


153S25-42-9P 


153525 


-43 -OP 


153525-44- 


■IP 


1S352S-4S-2P 


153525 


•46-3P 


153525-47 


■ 4P 


1S3S25-48-5P 


153525-49-6P 



L6 ANSWER 26 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1994:298634 Document No. 120:298634 Preparation of 1n1da*ole, 

trlazole, and tetra/ole derivatives as 5-HTl-11ke receptor agonists. 
Castro Pineiro, Jose Luis; Castro, Pineiro Jose Luis; Gulblln, 
Alexander Richard; Katassa, Victor Glullo; Reeve, Austin John; 
Sternfeld, Franclne; Street, Leslie Joseph (Merck Sharp and Donne 
Ltd., UK). PCT Int. Appl. WO 9402477 Al 940203, 83 pp. DESIGNATED 
STATES: W: AU, CA, JP, US; RW: AT, BE, CH, OE, OK, ES, FR, GB, GR, 
IE, IT, LU, MC, NL, PT, SE. (English). COOEN: PIXX02. 
APPLICATION: WO 93-GB1495 930715. PRIORITY: GB 92-15721 920724; GB 
92-25657 921208. 




AB Title coapds. [I; the broken circle represents two non-adjacent 
double bonds In any position In the f1ve-nenbered ring; Al = H, 
hydrocarbyl, heterocyclyl , halo, etc.; A2 = groups cited for Al, 
etc.; E = bond, alkylene; R = heteroaryl group q : B = 0, S, NR3; Rl 
= 2-pyrrol1d1noethy1, 3-anlnocyclobutyl , 3-pyrro11d1nylnethyl. etc.; 
U a N, CR2; R2.R3 = H, alkyl; 2-4 of V,W,X,Y,Z = N and the other(s) 
= C (sic)] were prepd. Thus, 1 -{4-hydra2l nopheny1)nethyl - 1,2,4- 
trlwole and 4-(l-azetid1nyl)butanal dl-Me acetal (prepn. each 
given) were subjected to Fischer Indole synthesis conditions to give 
title conpd. II. I had pECSO of .gtoreq.5.0 for nedlatlon of rabbit 
saphenous vein contraction. 

IT 1S4748-38-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, 1n prepn. of 5-HTl-Hke receptor 
agonist) 

IT 154748-36-4P 154748-37-5P 154748-39-7P 
154804-04-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as 5-HTl-l1ke receptor agonist) 



L6 ANSWER 27 OF 180 CAPLUS COPYRIGHT 1996 ACS 
1994:217347 Oocunent No. 120:217347 The synthesis Of 

con fomat Ion ally/ rotational ly restricted analogs of the 
neurotransmitter serotonin. Macor, John £.; Blank, Oavld H.; Post, 
Ronald J. (Cent. Res. 01v., PfUer Inc., Groton, CT. 06340, USA) . 
Tetrahedron Lett., 35(1), 45-8 (English) 1994. COOEN: TELEAY. 
ISSN: 0040-4039. OTHER SOURCES: CAS REACT 120:217347. 




AB The novel conformational 1y/rotat1ona11y restricted analogs I and II 
of the neurotransmitter serotonin which are modeled after the 5-HT2 
receptor selective agonist CP- 143, 474 [a dl hydropy rano[3, 2 -e] Indole] 
were prepd. are described. I was obtained fron the pyranolndole and 
II fron 5-lndolol. 

IT 153969-85-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
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16 ANSWER 28 OF 160 CAPIUS COPYRIGHT 1996 ACS 
1994:217271 Docuaent no. 120:217271 Indole derivatives as 5-HT1 
agonists. Brown, Alan Daniel; Olcklnson, Roger Peter; wythes, 
Martin Janes (Pfizer Ltd., UK; Pfl/er Inc.; Pfl/er Research and 
Developaent Co.. N.V./5.A.). PCT Int. Appl. WO 9321178 Al 931028, 
146 pp. DESIGNATED STATES: W: AO, BR, CA, CZ, FI, HU, JP, ICR, NO. 
HZ, PL, RU, SK, UA. US; RW: AT, BE, CH, OE, OK, ES, FR, GB, GR, IE, 
IT, LU, MC, NL, PT, SE. (English). CODEN: P1XXD2. APPLICATION: WO 
93-EP867 930408. PRIORITY: GB 92-8161 920414. 

G! 



> ANSWER 28 OF 180 CAPIUS COPYRIGHT 1996 ACS (Continued) 
153435-73-5 
RL: RCT (Reactant) 

(prepn. as Interned late In prepn. of 5-HT1 receptor agonists) 




AB The title conpds. I (R = (un)substltuted Ph, pyrldlnyl, pyrldMlnyl, 
pyrlnldlnyl, pyra/lnyl, furyl, thlenyl; Rl = H, Cl-6 alkyl, C3-7 
cycloalkyl, C5-7 cycloalkenyl, C3-6 alkenyl, C3-6 alkynyl, etc.; n * 
1, 2], which are selective agonists at the S-HTl-lIke subtype of the 
5-hydroxytryptaa1ne receptor, are prepd. Thus, I (R «= 3-C6H4S02NH2, 
Rl * He, n > 1) was prepd. and denonstrated SO* nax. contraction of 
dog -isolated saphenous vein strip at 3.78 X 10-9 M. 
IT 153434-62-9 153434-63-0 153434-64-1 

153434-65-2 153434-660 153434-67-4 

153434-6B-5 153434-69-6 153434-70-9 

153434-71-0 153434-72-1 153434-73-2 

153434-74-3 153434-75-4 153434-76-5 

153434-77-6 153434-78-7 153434-79-8 

1S3434-B0-1 153434-81-2 153434-82-3 

153434-B3-4 153434-84-5 153434-85-6 

153434-86-7 153434-B7-B 153434-88-9 

153434-89-0 153434-90-3 153434-91-4 

153434-92-5 153434-93-6 153434-94-7 

153434-95-8 153434-96-9 IS3434-97-0 

153434- 98-1 153434-99-2 153435-00-8 

153435- 01-9 153435-02-0 153435-03-1 
153435-04-2 153435-05-3 153435-06-4 
153435-07-5 153435-08-6 L53435-09-7 
153435-10-0 153435-U-l 153435-12-2 
153435-13-3 153435-14-4 153435-15-5 
153435-16-6 153435-17-7 153435-18-8 
153435-19-9 153435-20-2 153435-21-3 
153435-22-4 153435-23-5 153435-24-6 
153435-25-7 153435-26-8 

RL: RCT (Reactant) 

(prepn. as 5-HT1 receptor agonist) 
IT 143322-46-7 143322-57-0 153435-54-2 
153435-55-3 153435-56-4 153435-57-5 
153435-5B-6 153435-71-3 153435-72-4 



L6 ANSWER 29 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1994:106995 Oocunent No. 120:106995 Preparation of wole indole 

derivatives as 5-HT1 agonists. Macor, John E.; Nowakowskl, Jolanta 
T. (Pfizer Inc., USA). PCT Int. Appl. WO 9318032 Al 930916, 38 pp. 
DESIGNATED STATES: W: AU, BR, CA, CZ, DE, JP, ICR, NO, HI, PL, RU, 
SK, UA, US; RW: AT, BE, CH, DE, DK, ES, FR, GB, GR, IE, IT, LU, KC, 
NL, PT. SE. (English). CODEN: PIXXD2. APPLICATION: WO 93 -US 1667 
930303. PRIORITY: US 92-846640 920305. 

GI 
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1994:106761 Oocunent No. 120:106761 Indole derivatives as serotonin 
receptor (5-HT1) agonists. Kacor, John E.; Wythes, Martin J. 
(Pfl/er Inc., USA). PCT Int. Appl. WO 9320073 Al 931014, 43 pp. 
DESIGNATED STATES: W: AU, BR, CA, CZ, DE, JP, ICR, NO, NZ, PL, RU, 
SK, UA, US; RW: AT, BE, CH, DE, DK, E5, FR, GB, GR, IE, IT, LU, MC, 
NL, PT, SE. (English). CODEN: PIXXD2. APPLICATION: WO 93-U51967 
930310. PRIORITY: US 92-864737 920407. 



AB Title conpds. I (A = bond, Cl-4 alkyl, Cl-4 alkenyl; n = 0-2; Rl = 
H, Cl-6 alklaryl, aryl, CI -3 alkyl heteroaryl , R6(CH2)n wherein R6 = 
NC, F3C, etc., n = 1-3; w, X, Y, Z = 0, S. N, C such that at least 
one of W. X, Y, Z Is N; R2, R3, R4, R5 = H, 01-6 alkyl, aryl, Cl-3 
alkylaryl, Cl-3 alkylheteroaryl , halo, NC, F3C, OZH, etc.; one of 
R2R3, R3R4, R4R5 = 5-7-nenbered alkyl ring, 6-nenbered alkyl ring, 
5-7-nenbered heteroalky) having 1 of 0, N, S, etc.; Rll ■ H, R120, 
R120HN wherein R12 = Cl-6 alkyl, aryl, Cl-3 alkylaryl) an a salt 
thereof useful as S-HT, agonists (no data) and In disorders arising 
froa deficient serotonin erg 1c neurotransalsslon (no data), are 
prepd. (R)-I (A = bond, n = 1, Rl = PhCH202C, W=S, Z=N, X=Y= 
C, R2 = R3 = Rll = H, R4 = PhCH2) (prepn. given) In THF was treated 
with L1A1H4 to give (R)-I (A = bond, n = 1, Rl = Me, W = S, Z = N, X 
= Y - C, R2 = R3 = Rll = H, R4 = PhCH2) . 

IT 152362-19-1P 152362-20-4? 152362-21-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of. In prepn. of 5-HT1 agonist) 

IT 1523 62- IS -7P 152362 -16-8P 152362-17-9? 
152362-18-0P 152362-32-8P 152362-33-9? 
RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as 5-HT1 agonist) 



"(CH2)n ^ i^ V" ^ 

°tVxv^ ii 



AB Three nenbers of clalned indoles I [n = 0-2; n = 0-3; W = 7 types of 
oxo- and/or thloxo-substltuted azolldlnyl radicals (pyrrol Idlnyl, 
Inlda/olldlnyl, oxajolldlnyl, thlazol Idlnyl) with optional addnl. 
substltutents; Rl = H, (hydroxy) alkyl , alkenyl, alkynyl, aryl, 
alkylaryl ($1c, e.g., CH2Ph), alkylheteroaryl, certain 
heterofunctlonal-ternlnated alkyl; R2 = H, 0R3, NHC0R3; R3 = H, , 
alkyl, aryl, alkylaryl], potent 5-HT1 agonists (no data), were 
prepd. for treatnent of hypertension, depression, anxiety, obesity, 
migraine, etc. For exanple, Kltsunobu coupling of the ale. 
(R)-l-(N-benzyloxycarbonylpyrro11d1n-2-yl)-3-hydroxypropene with 
2-brono-4- (2-oxo-l, 3-oxazol 1d1n-4(S) -ylnethyl)-l- 
(trlfluoroacetylanlnojben/ene at the anlde N (100* yield), followed 
by Pd(0Ac)2-cataly/ed cycllzatlon to an Indole (40*), hydrogenolytlc 
deprotectlon (89*), and N-alkylatlon with MeOCH2CH28r (36*), gave 
title conpd. II. 

IT 143322-57-0? 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(Pd-catalyzed coupling; prepn. of Indole derlvs. as 5-HT1 
agonists) 

IT 15230S-14-1P 152305-19-6? L52J05-20-9P 
L5230S-21-0P 152305-24-3 P 152305-25-4? 
RL: SPN (Synthetic preparation); PREP (Preparation) 

(interned late; prepn. of Indole derlvs. as 5-HT1 agonists)' 
IT 152J05-12-9P 152305-U-OP 152J05-22-1P 
152305-26-5? 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of Indole derlvs. as 5-HT1 agonists) 
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1993:662341 Document no. 119:262341 Conformational 1y restricted 
suaatrlptan analogs, CP-122,288 and CP-122,638 exhibit enhanced 
potency against neurogenic Inflammation In dura mater. Lee, won 
Suk; Moskowltv, Michael A. (Stroke Research Laboratory, Neurosurgery 
and neurology Services, Massachusetts General Hospital, Harvard 
Medical School, 32 Fruit Street, Boston, MA, 02114, USA) . Brain 
Res., 626(1-2), 303-5 (English) 1993. COOEN: BRREAP. ISSN: 
0006-6993. 

AB CP-122,283 and CP-122.638 (analogs of suaatrlptan In which the 
C3-amlnoethyl side chain has been modified) blocked plasaa protein 
extravasation response within dura mater following trigeminal 
ganglion stimulation. The threshold (1 and 0.1 pool/kg, resp.) was 
reaarkably lower than for suaatrlptan (7 naol/kg), as was the dose 
at max. response. As with sumatriptan, substance P-1nduced plasaa 
leakage was unaffected by either coapd., and aetergollne only 
partially (27*) reversed the effects of CP-122,288. The data 
suggest the laportance of aodlflcatlons at the aalnoethyl side chain 
to the actions of suaatrlptan and possibly to the treatment of 
algralne headache. 

IT 143321-/4-8, CP 122288 143321-78-2. CP 122638 
RL: BIOL (Biological study) 

(neurogenic pachyaenlngltls-lnhlbUlon by, structure 1n relation 
to) 



L6 ANSWER 32 OF ISO CAPLUS COPYRIGHT 1996 ACS 

1993:649833 Docuaent Ho. 119:249833 Indole derivatives which are 

potent serotlnln receptor antagonists. Nacor, John E. (Pfizer Inc., 
USA). PCT Int. Appl. WO 9311106 Al 930610, 6S pp. DESIGNATED 
STATES: W: AU, 8R, CA, CS, OE. FI, HU, JP, KR, NO, PL, RU, UA, US; 
RW: AT, BE, CH, OE, OK, ES, FR. GB, GR, IE, IT, LU, MC, NL, SE. 
(English). COOEN: PIXXD2. APPLICATION: WO 92-US&306 921006. 
PRIORITY: US 91-796744 911125. 



AB The title coapds. I [Rl * CH2CH2NR7RB, Ql, Q2 (dotted line 

represents an optional double bond), etc.; R7,R8 = H, Cl-6alkyl, 
aryl, Cl-3alkylaryl , etc.; X = 0. NH, 5; Z = (un) substituted 5- or 
6-aeabered heterocydeo; R7R8 may fora a 4- to 6-aeabered ring], 
which are potent serotonin (S-HT1) receptor antagonists (no data), 
useful 1n the treatment of hypertension (no data), depression (no 
data), anxiety (no data), eating disorders (no data), obesity (no 
data), etc., are prepd. Thus, (R)-5-aa1no-3-(pyrrolld1n-2-ylaethyl)- 
l-H-1ndole was prepd. by hydrogenolysls of (R)-3-(N- 
ben/yloxycarbonyl pyrrol Id 1n-2-ylaethyl)-S-d1 benzyl aalno-lH- Indole. 

IT 143321-58-8P 143322-01-4P 15L272-83-7P 

151272- 89-8? 151272-90-1P IS1272-99-0P 

151273- 00-6? 151273-01-7P 1S1273-02-8P 
1S1273-03-9P 1S1273-04-OP 151273-05-lP 
15L273-06-2F 151273-07-3P L51273-08-4P 
151273-09-5P 151273-11-9P 151273-12-OP 
151273 -13 -IP 1S1273-14-2P 151273 -15- 3 P 
151273-1&-4P 1SU73-17-SP 151273-18-6P 
1S1273-19-7P 1S1273-20-0P 151273 -21-1P 
151273-38-0P 1S1273-42-6P I5L273-44-BP 
151273-46-0P 151273-48-2P 15130S-77-OP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. and serotonin receptor antagonist activity of) 
IT 143322-68-3 151273-10-8 

RL: RCT (Reactant) 

(reaction of, 1n prepn. of Indole serotonin receptor antagonist) 
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1993:510909 Docuaent No. 119:110909 20-Ketoreductase activity of 
chaetoglobosln A and prochaetogloboslns In a cell -free systea of 
Chaetoolua subafflne and the Isolation of new chaetogloboslns. 
Olkawa, Hldeakl; Murakaril, Yasunobu; Ichlhara, Akltaal (Fac. Agrtc, 
Hokkaido Univ., Sapporo, 060, Japan). Bloscl., Blotechnol., 
Blochea., 57(4), 628-31 (English) 1993. COOEN : BBBIEJ. 

AB The conversion of prochaetogloboslns as plausible precursors Into 
ny co toxin chaetoglobosln A In a cell-free system of C. subafflne was 
unsuccessful. Reductase activity of the 20-keto-analogs, and 
prochaetogloboslns 1 I and III were found In a alcrosoaal fraction of 
this fungi. Two new aeta oolites of chaetogloboslns, naaed 
chaetoglobosln Fex and 20-dlhydrochaetoglobosln A, were also 
Isolated from the saae nlcroorganUas. Their structures were 
elucidated by spectroscopic data and chem. transformation. 

IT 149457-9S-4 149560-98-5 
RL: PROC (Process) 

(as chaetoglobosln aetabollte of Chaetoalua subafflne, formation 
of) 

IT 149439-83-8 149439-84-9 

RL: BIOL (Biological study) 

(chaetogloboslns of Chaetoalun subafflne In relation to) 
IT 50335-03-0, Chaetoglobosln A 
RL: BIOL (Biological study) 

(ketoreductase of, of Chaetoalun subafflne) 
IT 133613-78-2 133625-26-0 

RL: BIOL (Biological study) 

(of Chaetoalua subafflne, ketoreductase 1n relation to) 



16 ANSWER 34 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1993:496155 Docuaent No. 119:96155 The use of a proline ring as a 
conformational restraint 1n CCK-B receptor dlpeptolds. Flnchan, 
Christopher I.; Horwell, Oavld C; Ratcllffe, Giles S.; Rees, David 
C. (Parke-Oavls Meurosel. Res. Cent., Cambridge, CB2 2qB, UK) . 
Bloorg. Med. Chea. Lett., 2(5), 403-6 (English) 1992. CODEN: 
BMCLE8. ISSN: 0960-894X. 



H . CH 2 0H 

0?$ 



AB Examn. of aol . dynamics slaulatlons and an x-ray crystal structure 
of a selective cholecystoklnln B (CCK-B) receptor dlpeptold Trp 
derlv. led to the synthesis of conformational ly restrained Pro 
derlv. I. The CCK receptor binding of I Is described. 

IT 149170-00-3 P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and anldatlon of, with aalno(phenyl)propanol) 
IT 149L70-01-4P 149170-02-SP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. and cholecystoklnln B receptor binding affinity and 
selectivity of) 
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1993:253396 Oocuaent Ho. 116:253396 loauftonodu later and antitumor 
TAN-1142 and Its aanufacture with Chaetoalua. Tanlda, Sellchl; 
Tsuboya, Shlgetoshl; Harada, Setsuo (Takeda Chealcal Industries, 
Ltd.. Japan). Jpn. Kokal Tokkyo Koho JP 04360691 A2 921214 Helsel, 
6pp. (Japanese). CODEN: JKXXAF. APPLICATION: JP 91-136729 
910607. 




AB Imunoaodulator and antitumor TAN-1142 (I) 1s aanufd. by eulturlng 
I-produdng Chaetoalua sp. C. globosua 1-319 (!F0 32395, FERH 
BP-3429) was shake-cultured In a aedlun contg. glucose, dextrin, 
soybean powder, peptone, yeast ext., and salts at 26. degree, and pH 
7.0 for 120 h, and the culture oedlua (70 L) extd. with AcOEt at pH ' 
3.0 and processed to recover 130 og I. I Inhibited the growth of 
ourlne tuaor cell B16 with 50* Inhibitory concn. of 0.95 .ou.g/aL. 
I (at 100 ag/kg) did not show acute toxicity in alee. 

11 147527 -33 -IP, TAN 1142 

RL: BMF (Blolndustrlal aanufacture); BIOL (Biological study); PREP 
(Preparation) 

(nanuf. of, with Chaetoalua globosua, as Immunomodulator and 
antltuoor agent) 



L6 ANSWER 36 OF 180 CAPLUS COPYRIGHT 1996 ACS 

1993:251171 Oocuaent No. 118:251171 Use of KPLC diode array detection 
In the detection of nitrogen-containing oycotoxlns and taxonooy of 
their producers 1n Pent ell Hum. Frlsvad, J. C. (Dep. Blotechnol., 
Technical Univ. Denaark, Lyngby, Oen.). Prlkl. Blokhla. Mlkroblol., 
29(1), 19-26 (Russian) 1993. CODEX: PBMIAK. ISSN: 0555-1099. 

AB TLC and HPLC were applied to analyze 4500 Isolates froo the subgenus 
Penlellllua representing 45 species. Various system for HPLC anal, 
of alkaloids are estd. The results of this estn. are presented 
together with a short report on taxonooy of the oost widespread 
producers of alkaloids In Penlellllua subgenus Penlellllua. 

IT 50335-03-0, Chaetoglobosln A 

RL: FORM (Formation, nonpreparatlve) 

(foraatlon of, by Penlellllua, taxonooy In relation to) 
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1993:168927 Document No. 118:168927 Synthesis of a conforaatlonally 
restricted analog of the antl-olgraUe drug suaatrlptan. Macor, 
John E.; Blank, David H. ; Post, Ronald J.; Ryan, Kevin (Cent. Res. 
D1v., Pfizer Inc., Groton, CT, 06340, USA). Tetrahedron Lett., 
33(52), 8011-14 (English) 199Z. CODEN: TELEAY. ISSN: 0040-4039. 
OTHER SOURCES: CASREACT 118:168927. 
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1993:124851 Oocuaent No. 118:124651 Total synthesis of 

(-)-alloarlstotellne, (-)-serratollne, and (+)-ar1stotelone. 

Stoeroer, Doris; Heathcock, Clayton H. (Dep. Chen., Univ. 

California, Berkeley, CA, 947Z0. USA). J. Org. Chen., 58(3), 564-8 

(English) 1993. CODEN: JOCEAH. ISSN: 0022-3263. OTHER SOURCES : 

CASREACT 118:124851; CJACS- IMAGE; CJACS. 




AB The synthesis of conforaatlonally restricted suaatrlptan analog I (R 
= Me) (II) Is described. The Mltsunobu coupling of hydroxypropene 
III (CBZ = benzyl oxycarbonyl) with trlfluoroacetanlUde IV In the 
presence of Ph3P and OEAO gave 67* Intermediate V, which underwent 
an intranol. Heck reaction with Pd(0Ac)2 In the presence of Et3N In 
DRF to give 81* protected analog I (R = CBZ). A bonus of the latter 
cycllzatlon was the conconltant loss of the trlfluoroacetyl group. 
I {R = CBZ) was reduced with L1AIH4 In refluxlng THF gave 65* II. 
Ill was prepd. froo pyrrolidine VI In 4 steps, whereas IV was prepd. 
fron 4-OZNC6H4CHZC1 1n 6 steps. 

IT 143J21-74-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and antlalgralne activity of) 

IT 143321-82-8? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and hydride redn. of) 




AB The Arlstotella alkaloids (-)-alloarlstotellne (I), (-)-serratollne, 
and («)-ar1stotelone (II, X » 0), were prepd. Thus, via the nethod 
of Stevens, (!S)-(-)-.beta.-p1nene and 3-1ndolylaceton1tr1le were 
coupled by a Hg(N03) 2 -mediated RUter reaction followed by redn. of 
the resulting Inlne to give (-t)-aakoaaklne (III). An Intranol. 
Frledel -Crafts reaction delivered (+)-ar1stotel1ne, which was 
oxidized by reaction with oxygen and platlnua. Redn. of the 
interaedlate hydroperoxide delivered alkaloid IV. Base-catalyzed 
skeletal rearrangenent of IV followed by redn. with L1A1H4 to obtain 
a alxt. of secondary ales., II (X = H,0H). Treatment of each of 
these ales, with HC1 In aethanol afforded (-)•!. 

IT 79559- 56-1P, (♦) -Kakoaaklne 146144-41-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and intraaol. Frledel -Crafts reaction of) 
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1993:124830 Document no. 116:124830 Synthesis or Arlstotella-type (synthesis of) 

alkaloids. Part XI. Total syntheses of (*)>sorel1ine and 

(+)-arlstolasene. Oobler, Karkus; Beerll, Rene; Welssmahr, Walter 

K.; Borschberg, Hans Juerg (Lab. Org. Chen. Eldgenoesslschen Tech. 

Hochsch., ETH Zentrua, Zurich, CH-8092, Swiu.). Tetrahedron: 

Asynnetry, 3(11), 1411-20 (English) 1992. CODEN: TASYE3. ISSN: 

0957-4166. OTHER SOURCES: CAS REACT 118:124630. 




AB Optically pure samples of the rare Arlstotella alkaloids 

(♦)-sorell1ne (t) and H-arlstolasene (II) were synthesized for the 
first tine. Since natural (S)-perllla ale. served as one of the 
starting building blocks, these syntheses delineate the previously 
unknown abs. configurations of these netabolltes. 
(-)-20-Hydroxyhobartlne (111) was also prepd., which turned out to 
be different fron a natural product that had been assigned this 
structure six years ago. 

IT 14S801-31-6P 

RL: RC1 (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and cycl ©condensation of, with trl-Et orthofornate) 
IT 146234-97- IP, {-) -20-Hydroxyhobartlne 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and oxldn. of) 
IT 73004-61-2P, (-) -Hobartlne 14S801-27-0P 
14S842-73-SP 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
IT 73004-62-3P 

RL: PREP (Preparation); RCT (Reactant) 



L6 ANSWER 40 Of 180 CAPLUS COPYRIGHT 1996 ACS 
1993:120637 Document No. 118:120637 Blosynthetlc study of 

chaetoglobosln A: origins of the oxygen and hydrogen atoms, and 
Indirect evidence for a biological Olels-Alder reaction. Olkawa, 
Hldeakl; Murakami, Yasunobu; Ichlhara, Akltaml (Fac. Agrlc, 
Hokkaido Univ., Sapporo, 060, Japan). J. Chen. Soc, Perkln Trans. 
1 (21), 2955-9 (English) 1992. COOEN: JCPRS4. ISSN: 0300-922X. 
OTHER SOURCES: CJRSC. 



L6 ANSWER 41 OF 180 CAPLUS COPYRIGHT 1996 ACS 
1993:120537 Document No. 118:120537 Useful approach to find the 
plausible blosynthetlc precursors of secondary metabolites using 
P-450 Inhibitors: postulated Intermediates of chaetoglobosln A. 
Olkawa, Hldeakl; Kurakaml, Yasunobu; Ichlhara, Akltaal (Fac. Agrlc, 
Hokkaido Univ., Sapporo, 060, Japan). 0. Chen. Soc, Perkln Trans. 
1 (21), 2949-53 (English) 1992. CODEN : JCPRB4. ISSN: 0300-922X. 
OTHER SOURCES: CJRSC. 




AB The blosynthetlc origins of. the 0 and H atons In the mycotoxln 
chaetoglobosln A (I) were Investigated by the Incorporation of 
(1-13C.1802]- and [1-13C2H3] -acetate and 1802 Into I by using the 
chaetoglobosln-produclng strain Chaetomlua subafflne. Cytochrome P 
450 expts. support a biogenetic pathway fron prochaetoglobosln I 
(II). Attempts at direct conversion of 14C- or 13C-labeled II using 
whole cells were unsuccessful. Formation of the dlastereolsomer of 
II In the retro-DI els-Alder reaction of II provided Indirect 
evidence that the plausible precursor hexaene Is able to cycll/e via 
[4 ♦ 2)cycloaddn. In the biosynthesis of I. 

IT 133613-77-1, Prochaetoglobosln I 
RL: BIOL (Biological study) 

(chaetoglobosln A formation fron, by Chaetoalua subafflne.) 

IT 50335-03-0, Chaetoglobosln A 

RL: FORM (Formation, nonpreparatlve) 

(fornatlon of, by Chaetoolua subafflne, pathway of) 

IT 14S511-72-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 



" STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT « 

AB Treatment of Chaetomlua subafflne with specific cytochrome P 450 
Inhibitors resulted 1n a new generation of plausible precursors of 
chaetoglobosln A (I), naaed prochaetogloboslns I (II), II (III), III 
(IV), and IV (V), whose structures were detd. by spectroscopic anal. 
HPLC anal, of mycelial ext. treated with the Inhibitors suggest that 
the accuaulated aetabolltes are precursors 1n the biosynthesis of I. 
New less oxidized analogs, prochaetoglobosln 1 1 led and 
Isochaetoglobosln J, were also Isolated, and their structures were 
elucidated In a similar way. 
IT 146426-37-1 146426-38-2 

RL: FORM (Formation, nonpreparatlve) 

(formation of, by Chaetonlura subafflne) 
IT 50335-03-0, Chaetoglobosln A 

RL: FORM (Fornatlon, nonpreparatlve) 

(formation of, by Chaetonlun subafflne, cytochrome P 450 
Inhibitor effect on) 
IT 50645-76-6 55945-75-0, Chaetoglobosln F 
RL: FORM (Formation, nonpreparatlve) 

(formation of, by Chaetomlum subafflne, metyrapone effect on) 
IT 133613-77-1 133613-78-2 133625-26-0 
137604-97-8 
RL: BIOL (Biological study) 

(of Chaetomlum subafflne, as potential chaetoglobosln A 
precursor) 
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1993:59942 Docuaent No. 116:59942 The alkaloid peduncularlne: 

corrected spectroscopic data and confornatlonal analysis. Oragar, 
Charles; Bick, 1. Ralph C. (Dep. Agrlc. Scl., Univ. Tasnanla, 
Kobart, 7005, Australia). Phytoehenlstry, 31(10), 3601-3 (English) 
1992. COOEN: PYTCAS. ISSN: 0031-9422. 




AS The reported spectroscopic data for the alkaloid peduncularlne (I) 
fron Arlstotella peduncularls have been revised and its preferred 
confoniatlon has been Investigated using NOE difference 
spectroscopy. 

IT 34964-7S-S, Peduncularlne 14S164-83-1, 
Peduncularlne nonohydrochlorlde 
RL: RCT (Reactant) 

(cor. spectroscopic data and confornatlonal anal.) 
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1992:651126 Docuaent No. 117:251126 Synthesis and serotonergic 
pharoacology of the enantloaers of 3- [(N-aethyl pyrrol 1dt n-2- 
yl)nethyl]-5-nethoxy-lH- Indole: discovery of stereogenlc 
differentiation In the anlnoethyl side chain of the neurotransnltter 
serotonin. Macor, John E.; Blake, Janes; Fox, Carol B-; Johnson, 
Celeste; Koe, B. Kenneth; Lebel, Lorraine A.; Nor rone, Jean M.; 
Ryan, Kevin; Schaldt, Anne V.; et il. (Cent. Res. 01v., Pfizer, 
Inc., Groton, CT. 06340, USA). J. Med. Chen., 35(23), 4503-5 
(English) 1992. COOEN: JKCKAR. 1SSI1: 0022-2623. OTHER SOURCES: 
CJACS-IHAGE; CJAC5. 




AB The synthesis and phamacol. of both (R) - and (S)-3-(N- 

fiethyl pyrrol 1d1n-2-ylnethyl)-5-nethoxy1ndole (!) are presented. 
Affinity for serotonergic receptors (5-HT1A, 5-HT1B, 5-HT1C, 5-HT10, 
and 5-HT2) Is significantly greater for (R)-I (CP-106,509) . The 
potency and efficacy of (R)-I approx. equals that of the natural 
substrate serotonin at 5-HT1A, 5-HT1D, 5-HT1C, and 5-HT2 receptors. 
The 3-(pyrrol1d1n-2-ylnethyl) group In (R)-I represents a 
stereogenlc, confornatlonal ly restricted nlnlc of the 
3 -(2 -anlnoethyl) group In serotonin at 5-HT1A, 5-HT1C, 5-HT10, and 
5-HT2 receptors. 

IT 143321-S6-6P 143321-S7-7P, CP-108,509 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and serotonlnerglc receptor binding by) 
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1992:610477 Docuaent No. 117:210477 Cytochalasans and PHA Induce IL-2 
receptors on C08-» lynphocytes. Grove, Deborah S.; Stanek, Elaine 
M.; Bour, Barbara A.; Hastro, Andrea M. (Oep. Mol . Cell Biol., 
Pennsylvania State Univ., University Park, PA, 16802, USA). Exp. 
Cell Res., 202(2), 303-9 (English) 1992. CODEN: ECREAL. ISSN: 
0014-4627. 

A6 The cytochalasans, fungal netabolltes that interact with actln, can 
affect lynphocyte proliferation; high concns. Inhibit lectln-mduced 
proliferation and low concns. augnent It. The phorbol ester tuaor 
pronoter, PHA, alone Is not altogenlc for prlnary lynphocytes but 
enhances the activity of nltogenlc lectins. Because the 
cytochalasans have been reported to Increase Intracellular Ca2-» and 
because PMA activates protein kinase C, lynphocytes were treated 
with PMA and cytochalasln B (CyB) to det. If this conbl nation would 
Induce Dna synthesis. While this treatnent by Itself did not cause 
proliferation, lynphocytes cultured with PMA and CyB overnight, 
washed, and recultured with IL-2 proliferated to the sane degree as 
lynphocytes stlnulated with Con A. Three different cytochalasans, 
cytochalasln B, cytochalasln D, and chaetoglobosln C, all of which 
bind to cellular actln with different affinities and only one of 
which affects glucose transport, Induced IL-2 receptors 1n 
combination with PMA. Flow cytometric anal, with an antibody to the 
IL-2 receptor .alpha, subunlt conflrned the Induction of receptors 
on CDB+ cells. However, no IL-2 was produced after the exposure of 
lynphocytes to the conbl nation of cytochalasans and PMA. Therefore, 
there was sufficient signal to Induce IL-2 receptor expression but 
not to Induce IL-2. 

IT S0645-76-6, Chaetoglobosln C 
RL: BIOL (Biological study) 

(phorbol ester and, lnterleukln-1 receptors Induction by, on COB 
lynphocyte subset) 
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1992:571215 Docunent No. 117:171215 Preparation of 

3- (heterocyclylaethyl) indoles as drugs. Macor, John Eugene; Wythes, 
Martin Janes (Pfizer Inc., USA). PCT Int. Appl . WO 9206973 Al 
920430, 82 pp. DESIGNATED STATES: W: AU, BG, BR, CA, CS, DE, FI, 
HU, JP, KR, NO, PL, RO, SU, US; RW: AT, BE, BF, BJ, CF, CG, CH, CI, 
CM, DE. OK, ES. FR, GA, GB, GR, IT, LU, ML, MR, NL, SE, SN, TD, TG. 
(English). COOEN: PIXXD2. APPLICATION: WO 91 -US7194 911006. 
PRIORITY: US 90-597928 901015. 




AB Title conpds. I [n = 0-2; R2 = H, halo, cyano, R40 (wherein R4 = H, 
Cl-6 alkyl, aryl), R6R5NC0(CH2)n, R6R5N502(CH2)n (wherein R5, R6 * 
H, Cl-6 alkyl, aryl, Cl-3 alkylaryl, R5R6 = 4-6-nenbered ring), 
R8C0NR7(CH2)n R6S02NR7(CH2)n (wherein R7, R8 = H, Cl-6 alkyl, aryl, 
Cl-3 alkylaryl), R6(0)xS(CH2)n, R6R5NCONR7(CH2)n, R902CNR7(CH2)n, 
R10(CH2)yCH:CH (wherein R9 = H, Cl-6 alkyl, aryl, Cl-3 alkylaryl, 
RIO = R6R5NCO, R6R5NS02, R8CONR7, R8S02NR7, etc.); n = 0-3; x = 1, 
2; y « 0-2; R3 * H, alkyl), useful as S-HT1 agonists, centrally 
acting antihypertensives, and vasodilators (no data) are prepd. 
(R)-3-[N-(Benzyloxycarbonyl)pyrrol1d1n-2-yl)carbonyl]-5-nethoxy-lH- 
Indole (prepn. given) was refluxed with L1A1H4 1n THF to give (R)-I 
(R2 ~ MeO, R3 = Me, n = 1). 

IT 143322-64-9 

RL: RCT (Reactant) 

(hydrogenatlon of, 1n prepn. of serotonin agonist) 

IT 1433Z2-46-7P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, In prepn. of Indole derlv. drugs) 
IT 1433Z1-79-3P 143321-60-6P 143321-B1-7P 

143321- 82-BP 143321-83-9P 143321-B4-0P 

143322- 01-4P 143322-02-5P 143322-03-6P 
143322-04-7P 143322-07-0P 143322-57-0P 
143322 -6S-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, In prepn. of serotonin agonist) 
IT 1433Z1-S8-BP 1433Z1-72-6P 143321-73-7P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, In prepn. of serotonin agonist drug) 
IT 527S-05-8P 101832-07-9P 1433Z1-M-4P 
1433ZI-5S-SP 143321-56-6P 143321-57-7P 
1433ZI-59-9P 1433Z1-60-ZP 1433Z1-61-3P 
1433Z1-6Z-4P 143321-63 -5P 1433Z1-74-8P 
1433ZI-7S-9P 1433Z1-76-0P 1433Z1-77-1P 
1433Z1-78-ZP 1433Z2-05-BP 1433ZZ-06-9P 
1433Z2-10-SP 1433ZZ-11-6P 1433ZZ-1Z-7P 
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143322-13 -BP 143322- 14 -9P 143322- 15- OP 
143322*16-1? 143322-17-2P 143322-18-3P 
143322-19-4P 143322-20-7P 143322-21-8P 
143322 - 22-9P 143322-23-0P 143322-24-lP 
143322-2S-2P 143322-26-3P 143322-27-4P 
143322-2B-5P 1433U-29-6P 143322-30-9P 
143322-31-0P L43322-32-1P 143322-33-ZP 
143322-34-3P 143322-3S-4P 143322-36-5P 
143322-37-6P 143322-33-7P 143322-39-8P 
143322-40-1P 143322-41-2P 143322-42-3P 
143322-43-4P 143322-44-SP 1433Z2-4S-6P 
143322-47-8P 143322-48-9P 143322-49-0P 
143322-50-3P 143322-51-4P 143322-S2-SP 
L43322-53-6P 1433Z2-54-7P 143322-5S-6P 
143322-58-1P 143322-59-2P 143 322-60- 5P 
143322-61-6P 143322-62-7P 143322-6J-BP 
1433Z2-67-2P 143322-6S-3P 14332Z-69-4P 
143322-71-BP 143393-07- IP 143393-09-3P 
143577-59-7P 143S77-60-0P 143S77-61-1P 
143S77-63-3P 

RL: SAC (Biological activity or effector, except adverse); SPN 
(Synthetic preparation): THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 
(prepn. of, as drug) 
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1992:448167 Docuaent No. 117:48167 The synthesis of optically pure 

.beu.-cyclop1«onlc acid , an Indollc fungal aetabollte. HoUapfel, 
Cedrlc W.; Kroger, Frledrlch W. H. (Dep. Chea. Blocheo., Rand 
Afrikaans Univ., Johannesburg, 2000, S. Afr.). Aust. J. Chen., 
45(1), 99-107 (English) 1992. CODEN : AOCHAS. ISSN: 0004-942S. 

GI 



CH 2 CH:C«e2 H Q 



AB The chlral synthesis of the fungal aetabollte -beta. -cyclopla/on 1c 
acid I Is described. The key step involves the use of the 
trlcarbonylchronlua complex of an N-protected L-tryptophan Me ester 
as a substrate for the addn./oxldn. aethod of substitution of Its 
Indole ring systea. 

IT 142287-S9-0P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as cycloplazonlc acid precursor) 
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1992:426178 Docuaent No. 117:26178 Synthesis and Plctet-Spengler 
reaction of 2-skatylplperldlne, -honoplperldlne and -aalno acids, 
Hanana, W. S.j Haaaouda, M.; Kandeel, E. H. ; Afsah, E. M. (Fac. 
Scl., Mansoura Univ., Mansoura, Egypt). Zhonghua Yaoxue Za2h1, 
44(1), 25-9 (English) 1992. CODEN: CYHCEX. ISSN: 1016-1015. 

GI 
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1992:256027 Docunent No. 116:256027 Synthesis of cyclic ketoaethylene 
dlpeptlde derivatives. Donlnguez, M. J.; Gonial e*-Mun1 2, R.; 
Garda-Lop«. M. T. (Inst. Quia. Hed., Hadrld, 28006, Spain). 
Tetrahedron, 48(13), 2761-72 (English) 1992. CODEN: TETRAB. ISSN: 
0040-4020. OTHER SOURCES: CAS REACT 116:256027. 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT « 

AB Schaldt reaction of 2-skatylcycloalkanones I (n = 1, 2) gave the 
. corresponding cyclolactans, which were reduced to the 

2-skatylplperldlne (II, n = 1) and -honoplperldlne (II, n = 2) resp. 

Acid hydrolysis of the lactaas gave skatylanlno acids III (a ■ 3, 

4). Carbollnes IV and V were obtained via treataent of III and II 

with fornalln. 
IT 5Z75-05-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, with fomaldehyde) 
IT 141647-89-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and redn. of) 




AB Me 6-ara1kyl-2,5-d1ketop1per1d1ne-3-carboxylates I (R = Ph, 
3-1ndolyl; Rl = H) derived fron L-Phe and L-Trp, and their 
3-substltuted analogs 1 (R = Ph, 3-1ndolyl; Rl = CH2Ph, C02C02Et, 
Me) In which the 3-substltuent Is the side chain of Phe, Asp, and 
Ala have been synthesized. Cyclo[Trp.ps1 . (C0CH2)Gly] (II; R * 
3-1ndolyI, Rl = H) and cyclo[Phe.ps1 . (C0CH2)-.x1 .-Phe] (II; R = Ph, 
Rl = CH2Ph) have been also prepd. 
IT 135941-69-4 13S941-72-9 
RL: RCT (Reactant) 

(deprotonatlon-alkylatlon reactions or sapon. of) 
IT 14167Z-21-1P 141672-24-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and decarboxylation of) 
IT 13 6969-62 -5P 13 6969-63 -6P 136969- 66- 9 P 
136969-67-0P 136969-70-5P 136969-71-6P 
136969-73 -BP 

RL: 5PN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
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1992:235273 Oocuaent Ho. 116:235273 Contribution of synthetic 

chealstry for new bioscience. Possibility of biological 01 els-Alder 
reaction. IcMhara, Akttaal (Fac. Agrlc, Hokkaido Univ., Sapporo, 
060, Japan). Tykl Gosel Kagaku <ycka1sh1, 50(2), 96-111 (Japanese) 
1992. CODEN: YGJCKAE. ISSN: 0037-9980. 

Afi A review with 33 refs. on biosynthesis and chca. synthesis of 
sot anapy rones, dlplodlataxln, betaenones, and chaetoglobostn A to 
study the possibility of blol. Olels-Alder reactions. 

M M33S-C3-0?. Chaetoglobosln A 
Rti PREP (Preparation) 

(blol. and Chen, synthesis of, study of Olels-Alder reaction In) 
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1992:59142 Oocuaent No. 116:59142 Cheolstry of indoles carrying basic 
functions. I. Transformation of hydroxy Indolones Into indoles. 
Moldval, Istvan; Gacs-Baiu. Eszter; S/antay, Csaba (Cent. Res. 
Inst. Chen., Hung. Acad. Scl., Budapest, H-1S2S, Hung.). Reel. 
Trav. Chm. Pays-Bas. 110(11). 437-40 (English) 1991. COOEN: 
RTCPA3. ISSN: 0165-0513. 



AB 3-Hydroxy-3-(pyrldylnethy1) Indolones J (R = 2-, 4-pyrldyl) have been 
reduced with NaBH4/Me0H/tert-Bu0H. After acidic treatment, 2- and 
3-substltuted Indoles 11 and III were obtained. The Interned tates 
of the rearrangement were Isolated and the effect of the 
pyrldylaethyl groups on the rearrangement has also been established. 

IT 5580-44 -9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 

L7 21 SEA FILE<APLUS L6 AND (5HT1 OR 5(1W)KT1 OR MIGRANEf OR H 

EA0ACHE# OR VASODILATOR* OR HYPERTENSION OR ANT 1HYPERTENS 
IVE OR VASOCONSTRICTOR OR RAYKON0?)/AB,BI 
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1995:987946 Preparation of ((tr1«oly1)1ndaly1]aethy1pyrrol1dlnes as 
5-HTl-llke agonists.. Hatassa, Victor 61ul1o; 
Sternfeld, Franclne; Street, Leslie Joseph (Merck Sharp and Dohae 
Ltd., UK). PCT Int. Appl. WO 9521167 Al 950810, 22 pp. DESIGNATED 
STATES: W: AM, AT, AU, BB, BG, BR, BY, CA, CH, CN, CZ, DE, DK, EE, 
ES. FI, 6B, 6E, HU, JP. KE, KG, KP, KR, KZ, LK, LR, LT. Ll>. LV. MD, 
MG, MN, MW, MX, KL, NO, NZ. PL, PT, RO, RU, SO, SE, SI, SK, TJ, TT, 
UA, US; RW: AT, BE, BF, BJ, CF, C6, CH, CI, CM, DE, OK, ES, FR, GA, 
6B, 6R. IE, IT, LU, MC, ML, MR, HE, KL, PT, SE, SN, TD, TG. 
(English). COOEJI: PIXXD2. APPLICATION: WO 95-6B135 950124. 
PRIORITY: GB 94-2011 9*0202. 

AB Title coapds. (I; R » H, Cl-6 alkyl), were prepd. Thus, 
a'-fl^^-trlaiol-a-yljphenylhydrajlne and (2S)-N-tert- 
butoxycarbonyl-3-(pyrrol1dln*2»y1)propanal were stirred In 4% aq. 
K2S04 at rooo teap. -reflux to give 34* ! (R * H), Isolated as the 
oxalate. I showed pECSO .gtoreq.5.0 in a test of their ability to 
mediate contraction of the saphenous vein of rabbits. 

IT RH LIST MAY HOT BE COMPLETE: 154594-16-8 171550-13-3 
171550-14-4 171550-15-5 171550-16-6 
171752-92-4 
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1995:96944a Oocuaent No. 124:8823 Preparation of trluole derivatives 
as serotonlnerglc agonists. Hatassa, Victor Glullo; Sternfeld, 
Franclne; Street, Leslie Joseph (Merck Sharp and Dohae Ltd., UK). 
PCT Int. Appl. WO 9521166 Al 950810. 49 pp. DESIGNATED STATES: W: 
AM, AT, AU, BB, B6, BR, BY, CA, CH, CN, CZ, DE, OK, EE, ES, FI, GB, 
GE. HU, JP. KE. KG, KP, KR, KZ, LK, LR. LT. LU. LV. MO. MG. MN, MW, 
MX, NL, NO, NZ, PL, PT, RO, RU, SD, SE. SI, SK, TJ. TT, UA, US; RW: 
AT, BE, BF, BJ, CF, CG, CH, CI, CM, DE, DK, ES, FR, GA, GB, 6R, IE. 
IT, LU, MC, ML, MR, NE, NL, PT, SE, SN, TD, TG. (English). CODEN: 
P1XXD2. APPLICATION: WO 95-GB134 950124. PRIORITY: GB 94-2016 
940202. 

GI 




AB Title coapds. (1; R = H, hydrocarbyl, heteroeyclyl, etc.; Rl = 
cycloalkyl, alkoxyalkyl, aryl (alkyl), etc.; 1 of Y,Z * N and the 
other = (un)substltuted CH; Zl = bond, alkylene; Z2 = 0, S, 
(alkyl)1«1no; Z3 = N, (alkyl-substltuted)CK; Z4 = alkylene; p * 0 or 
1; q » 1-4; p+q » 2-4], agonists of 5-KTl-llke 

receptors, were prepd. Thus, (2R)-N-tert-butoxycarbonyl pyrrol Id Ine- 
2-propanal was cyclocondensed with 4-(l,2,4-trla*ol-4- 
yl) phenyl hydrazine (prepn. each given) and the product condensed 
with PhCHO to give title coapd. II. I had pECSO of .gtoreq.5.0 for 
contraction of rabbit saphenous vein. 
IT 171192-20-OP 171182-21-1P 17U82-22-ZP 

171182-23 -3P 17U82-24-4P 171182 -25- 5P 

171182-26-6P 171182-27-7P 171182-28-8P 

171182-29-9P 17U82-30-2P 171182-31-3P 
RL: BAC (Biological activity or effector, except adverse); SPN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 
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(prepn. of trlaiole derlvs. as serotonlnerglc agonists) 
IT 17UB2-32-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of trlazole derlvs. as serotonlnerglc agonists) 
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1995:933846 Oocuaent No. 124:688 The In vivo pharmacological profile 
of a 5-HT1 receptor agonist, CP- 122, 288, a ' 

selective Inhibitor of neurogenic Inflammation. Gupta, P.; Brown, 

D. i Butler, P.; Ellis, P.; Grayson, K. L. ; Land, G. C; Macor, J. 

E. ; Robson, S. F.; Wythes, M. J.; Shepperson, N. B. (Departments of 
Discovery Biology and Discovery Chemistry, Pfizer Central Research, 
Sandwich, Kent, CT13 9NJ, UK). Br. J. Pharmacol., 116(5), 2385-90 
(English) 1995. CODEN: BJPCBM. ISSN: 0007-1188. 

AB The a1a of the present study was to investigate the m vivo 
Pharmacol, profile of CP-122,288, an Indole-derl v. with a 
con format lonally restricted N -methyl pyrrol Idlnyl basic side chain In 
the C-3 position. This C-3 substltuent structurally differentiates 
CP-122,288 from the 5-HT1D receptor agonist sumatriptan, which 
possesses an N.N-dlaethylaalnoethyl group. When adalnlstered prior 
to elec. stimulation of the trigeminal ganglion. CP-122,288 (0.3-300 
ng kg-1, 1.v.) produced a dose-related Inhibition of plasma protein, 
extravasation 1n rat dura mater (aln. EO, MED, 3 ng kg-1 l.v., P < 
0.05; aaxlaal Inhibition of plasma extravasation at 30 ng kg-1 l.v., 
P < 0.01). Sumatriptan produced a similar inhibition of plasma 
leakage In the dura, but at much higher dose levels (MED, 100 .mu.g 
kg-1 l.v., P < 0.05). Thus, CP-122,288 Is of the order of 104 fold 
more potent than sumatriptan. At all doses tested, CP-122,288 did 
not Inhibit plasma protein extravasation measured 1n extracranial 
tissues such as the lower lip, eyelid, and conjunctiva. In a sep. 
series of studies In the anesthetized rat, CP-122,288 (0.003-3 .mu.g 
kg-1 l.v.) produced no change In either heart rate or mean arterial 
blood pressure, thus demonstrating that doses of CP-122,288 which 
Inhibit plasma protein leakage in rat dura, are devoid of 
hemodynamic effects. Following a 5 mln period of elec. stimulation 
of the trigeminal ganglion, a 20 mln period of sustained 
neurogenlcally-drlven plasaa extravasation, occurring In the absence 
of elec. stimulation, was Initiated. By administration of the 
coapd. 5 mln after completing the phase of elec. stimulation, this 
protocol permitted the evaluation of the activity of CP-122,288 on 
the ongoing and established Inflammatory event. CP-122,288 (30 and 
300 ng kg-1, l.v. P <0.01 and P O.05, resp.) produced a complete 
inhibition of plasma protein leakage which was consistent with Its 
effects when administered prior to trigeminal ganglion stimulation. 
In the anesthetized dog, CP-122,288 and sumatriptan, at 1-300 .mu.g 
kg-1, l.v., produced a dose-dependent redn. In carotid arterial 
blood flow and coronary arterial dlaa. These data demonstrate that 
sumatriptan Inhibits neurogenic Inflammation In the rat (MED, 100 
.mu.g kg-1, l.v.) and produces vasoconstriction In the dog, over a 
similar dose-range. Interestingly, doses of CP 122,288 that Inhibit 
neurogenic Inflammation In rat dura mater (0.3-300 ng kg-1) were 
demonstrated to be devoid of vasoconstrictor activity 1n 
either the carotid or coronary vascular beds of dog. These data 
deaonstrate that In the rat, CP-122,288 Is a highly potent and 
selective Inhibitor of neurogenic Inflammation In Intracranial 
tissues, at doses which are devoid of vasoconstrictor 
activity in dog. Potentially. CP-122,288 may be of use for the 
acute treatment of migraine, without the risk of cardiovascular 
side-effects. 

IT 143321-74-8, CP-122288 

RL: ADV (Adverse effect. Including toxicity); BAC (Biological 
activity or effector, e*cept adverse); THU (Therapeutic use); BIOL 
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(81ologtc»1 study); USES (Uses) 

(CP-122,288 pftaraacol. profile as selective Inhibitor of 
neurogenic Inflammation In relation to olgralne treatment) 
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1995:772570 Oocuaent No. 123:169499 Indole derivatives as 5- 
HT1-I1ke agonists for use 1n algralne. Wythes, Martin Jaaes 
(Pfizer Ltd., UK; Pfizer Inc.; Pfizer Research and Oevelopoent 
Company. N.V./S.A.). PCT Int. Appl . WO 9424127 Al 941027, 124 pp. 
DESIGNATED STATES: H: AU, BR, CA. C«, CZ, FI, HU. JP, ICR, NO, N2, 
PL, RU. US; RW: AT, BE, CH, OE, OK, ES, FR, GB, GR, IE. IT, LU, NC, 
NL, PT, SE. (English). COOEN: PIXX02. APPLICATION: WO 94-EP1121 
940411. PRIORITY: GB 93-8360 930422; GB 93-24433 931127. 

GI 



AB The title conpds., 3-(pyrrol1d1nylaethyl)1ndoles and 

3- (plperldlnylaethyl) Indoles ! [Rl = (2-pyrrol1d1nyl)aethyl, 
3-pyrrolldlnyl, 4-plperldlnyl , (3-p1perld1nyl)aethy1; R2 = alkyl, 
oxoalkyl, etc.) were disclosed as selective S-KT1 
-like agonists useful In the treataent of algralne, cluster 
headache, chronic paroxysmal heal crania and headache 
assocd. with vascular disorders. A specifically clalaed exaaple 
coopd. 1s S-(3-hydroxybutyl)-3-[(R)-(l-aethyl-2-pyrrolld1nyl)aethyl]- 
l-H-1ndole (II). 
IT 143322-57-0 

RL: RCT (Reactant) 

(prepn. of (pyrrol Idlnylaethyl) Indoles S-HT1 
-Uke agonists) 
IT 143322-46-7P 15343S-71-3P 1S343S-73-5P 
153525-35-0P 1S3S25-S0-SP 1S3S2S-S1-0P 
167303-SO-6P 167303 -51-7P 167303 -54-0P 
1673 03 -SS- IP 167303- S6-2P 167303-63-1P 
167303-64-2P 167303-66-4P 167303-67-5P 
1673 03 -71- IP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of (pyrrol Idlnylaethyl) indoles 5-HT1 
-like agonists) 



IT 167302-44-SP 


167302-45- 


■6P 


167302- 


•46-7P 


167302-47-8P 


167302-48 


-9P 


167302- 


-49- 


-OP 


167302-50-3 P 


167302-51- 


4P 


167302- 


52 


■SP 


167302- 53 -6P 


167302-54- 


•7P 


167302- 


-55 


-8P 


167302-56-9P 


167302-62 


•7P 


167302 


•63 


-8P 


167302-64-9P 


167302-65 


-OP 


167302- 


66 


•IP 


167302-71-8P 


167302-72 


•9P 


167302- 


•73 


-OP 


167302-74-1P 


167302-75 


•2P 


167302- 


76 


-3P 


1673 02- 77 -4P 


167302-78 


•5P 


167302 


•79- 


•6P 


167302-80-9P 


167302-81- 


■OP 


167302- 


82- IP 


167302-83 -2P 


167302-84- 


•3P 


167302- 


•92-3 P 
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167302-93 -4P 167302-94-5P 167302-95-6P 
167302-96-7P 167302-97-BP 167302-98-9P 

167302- 99-OP 167303 -00-6P 167303 -01-7P 

167303- 02-8P 167303 -03 -9P 167303 -04-OP 
167303-05-1P 167303 -08-2P 167303 -07-3P 
167303-08-4P 167303 -09-5P 167303 -10-8P 
167303-11-9P 167303 -12-0P 167303 -13-1P 
167303- 14-2P 167303-15-3P 167303 -16-4P 
167303-17-SP 167303 -18-6P 167303 -19-7P 
167303-20-0P 167303 -21-lP 167303-23 -3 P 
167303-24-4P 167303-25-5P 167303 -26-6P 
167303- 27-7 P 167303 -28-8P 167303 -29-9 P 
167303-30-2P 167303-31-3P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(prepn. of (pyrrol Idlnylaethyl) Indoles 5-HT1 

-like agonists) 
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1995:549880 Docuaent No. 122:306133 Effect of a 5- 

H71 receptor agonist, CP-122,288, on edema formation Induced 
by stimulation of the rat saphenous nerve. Kajekar, Radhlka; Gupta, 
Paul; Shepperson, Nicholas B.; Brain, Susan 0. (Vascular Biology 
Research Centre, King's College, London, SW3 6LX, UK). Br. J. 
Pharmacol., 115(1), 1-2 (English) 1995. COOEN: 80PCBM. ISSN: 
0007-1188. 

AB Neurogenic edeaa formation In the rat hind paw skin induced by elec. 
stimulation of the saphenous nerve and measured by extravasation of 
[125I]-albua1n, was Inhibited by the 5-HT1B receptor agonist, 
CP-93,129, and the novel tryptaalne analog, CP-122,2B8. Significant 
Inhibition of up to 66* of control was obsd. with CP-122,288 (2 
.tlaes. 10-14 - 2 .tlaes. 10-7 mol kg-1) and CP-93,129 (5 .tines. 
10-7-5 .tlaes. 10-6 aol kg-1), with the aln. EO for CP-122,288 being 
about 107 fold less than that for GP-93,129. Edema formation 
induced by the intradermal adalnlstratlon of exogenous mediators 
(substance P and histamine) In rat dorsal skin was not Inhibited by 
CP-122,288 (2 .tlaes. 10-10 aol kg-1). These results suggest that 
CP-122,288 Is a potent Inhibitor of neurogenic Inflammation In rat 
skin and that the effect aay be due to a prejunctional Inhibition of 
neuropeptide release. 

IT 143321-74-8, CP-122288 

RL: BAC (Biological activity or effector, except adverse); THU 
(Therapeutic use); BIOL (Biological study); USES (Uses) 
(neurogenic edeaa Inhibition by 5-HT1 
receptor agonist CP-122288) 



08/466,644 
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1995:466381 Document Bo. 122:256183 The pre- and postjunctional 
activity of CP-122,288, a conforaatlonally restricted analog of 
suaatrlptan. Beaitle, David I.j Connor, Helen E. (Pharmacology II, 
Glaxo Research and Development Ltd., Park Road, ware Herts, SG12 
OOP, UK). Eur. J. Pharmacol., 276(3), 271-6 (English) 1995. CODEN: 
EJPHAZ. ISSN: 0014-2999. 

A8 The present study Investigated the pre- and postjunctional activity 
of CP-122,288 (5-aethyl-ao1nosulfonylaethyl-3-(N-aethylpyrrol1d1n-2R- 
yl -methyl )-lH -Indole), an analog of the vascular S- 
HTl receptor agonist, suaatrlptan. CP-122,288 Inhibited 
neurogenic plasma protein extravasation 1n rat dura with a potency 
appro*. 40 000-fold greater than suaatrlptan (ID5Q values of 0.3 
paol/kg and 13.9 nmol/kg 1.v. resp.). However, CP-122,288 was only 
approx. 2-fold aore potent than suaatrlptan at Inhibiting 
neurogenlcally mediated contractions of the dog saphenous vein. 
CP-122,288 contracted the dog saphenous vein and basilar artery with 
a potency approx. 2- fold greater than that of suaatrlptan. Both 
coapds. possessed slallar affinities at either huaan 5-HT1D. alpha, 
or 5-HTlD.beta. receptors. It Is concluded that CP-122,288 exhibits 
a prejunctional selectivity in the aenlnges to inhibit dural plasaa 
protein extravasation Independent of 5-HTlD.alpha. and 5-HT10.beta. 
receptor activation. 

IT 143321-74-8, CP-122288 

RL: SAC (Biological activity or effector, except adverse); B10L 
(Biological study) 

(pre- and postjunctional activity of CP-122,288, a 
conforaatlonally restricted analog of suaatrlptan) 
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1995:421524 Oocuaent Bo. 122:205025 Suppression by the suaatrlptan 
analog, CP-122,288 of c-fos laaunoreactlvlty In trigeminal nucleus 
caudaMs Induced by intraclsternal capsaicin. Cutrer, F. Michael; 
Schoenfeld, David; Llmmroth, Volker; Panahlan, Narlman; Moskowltz, 
mchael A. (Harvard Ned. Sen., Massachusetts Gen. Hosp., Boston, MA, 
02114, USA) . Br. J. Pharaacol., 114(5), 987-92 (English) 1995. 
CODED: BJPCBM. ISSN: 0007-1188. 
AB The effects of an t.v. administered suaatrlptan analog were exaad. 
on c-fos-Uke laaunoreactlvlty (c-fos-LI), a aarker of neuronal 
activation, evoked within trlgeolnal nucleus caudal 1s (TKC) and 
other brain stea regions 2 h after Intraclsternal Injection of the 
Irritant, capsaicin (0.1 no, 0.1 oM), 1n pentobarbl tone-anesthetized 
Hartley guinea pigs. C-fos-LI was assessed In eighteen serial 
sections (50 .au.a) using a polyclonal antiserum. A weighted av., 
reflecting total expression within laalna J, 110 of TKC was obtained 
from three representative levels (I.e., at -0.225 an, -2.475 oa and 
-6.075 no). Capsaicin caused significant labeling within laalna I, 
110, a region contg. axonal teralnatlns of saall unmyelinated 
C-flbers, as well as within the nucleus of the solitary tract, area 
postreaa and aedlal reticular nucleus. A slallar distribution of 
pos. cells was reported previously after Intraclsternal Injection of 
other Chen. Irritants such as autologous blood or carrageenln. 
Pretreataent with a conforaatlonally restricted suaatrlptan analog 
(with soae selectivity for 5-HT1B and 5-HT1D receptor subtypes) 
CP-122,288, reduced the weighted av. by approx. 50-60* (P < 0.05} in 
laalna I, 1 10 at 100 pool kg-1, l.v., but did not decrease cell no. 
within area postreaa, nucleus of the solitary tract or aedlcal 
reticular nucleus. A slallar pattern was reported previously 
following sumatriptan, dlhydroergotamlne or CP-93,129 administration 
after noxious meningeal stimulation, we conclude that modifications 
at the amino-Et side chain of suaatrlptan dramatically enhance the 
suppression of c-fos expression within TKC, a finding consistent 
with Its remarkable potency against neurogenic plasma protein 
extravasation within dura matter. CP-122,288 and related analogs 
nay serve as an inportant prototype for drug development 1n migraine 
and related headaches. 
IT 143321-74-8, CP-122288 

RL: BAC (Biological activity or effector, except adverse); THU 
(Therapeutic use); BIOL (Biological study); USES (uses) 
(suppression by sumatriptan analog, CP-122,288 of c-fos 
Immunoreactlvlty In trigeminal nucleus caudal 1s Induced by 
Intraclsternal capsaicin) 
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1995:354225 Docuaent No. 122:133200 5-aryl Indole derivatives and their 
use as serotonin (5-HT1) agonists. Macor, John 

Eugene (Pfizer Inc., USA). PCT Int. Appl . WO 9410171 Al 940511, 72 
pp. DESIGNATED STATES: W: AU, BR, CA, CZ, JP, ICR, NO, NZ, PL, RU, 
US; RW: AT, 8E, CH, DE, OK. ES, FR, GB, GR, IE, IT, LU, MC, NL, PT, 
SE. (English). CODER: PIXXD2. APPLICATION: WO 93-US9790 931019. 
PRIORITY: US 92-970758 921102. 

GI 
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RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as intermediate for aryllndole serotonlnerglc 
agonist) 

IT 160906-56-9P 160906-57-OP 160906-58-1P 
160906-S9-2P 160906-60-SP 160906-61-6P 
160906-62-7P 160906-63 -BP 160906-64-9P 
160986-65-0P 160906-66- ll> 160906-68 -3 P 
160906-69-4P 160906-72-9P 160906-73 -OP 
160906-74-1P 160906-7S-ZP 160906-79-6P 

160906 - 80- 9 P 160906-91 -2P 160906-94 -SP 

160907- 03 -9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as serotonlnerglc agonist) 
IT 151272-88-7 

RL: RCT (Reactant) 

(reactant for aryllndole serotonlnerglc agonist) 
IT 160907-09-5 

RL: RCT (Reactant) 

(serotonlnerglc agonist) 



AB The title coapds. I (Rl = aalnoalkyl; R2-R5 = H, alkyl, aryl, etc.) 
were disclosed. I are useful 1n treating migraine and other 
disorders; they are useful psychotherapeutics and are potent 
serotonin (5-HT1) agonists and benzodiazepine 
agonists and antagonists and aay be used 1n the treataent of 
depression, anxiety, eating disorders, obesity, drug abuse, cluster 

headache, nlgralne, pain and chronic paroxysmal hem1cran1a 
and headache assocd. with vascular disorders, and other 
disorders arising from deficient serotonergic neurotransalsslon. I 
are also useful as centrally acting antihypertensives and 

vasodilators. A specifically claimed exaaple coapd. Is 
5-cyano-l-[[3-[l-(2-aethoxyethyl)-2-pyrrol1d1nyl]methyl]-5-1ndolyl)- 
lH-benz Imidazole (II). 
IT 160907-04-OP 160907-05- IP 160907-06-2P 

16O907-O7-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
IT 143322-01-4P 1512J2-89-8P 151272-9D-1P 

151272- 99-OP 151273-00-6P 151273-01-7P 

151273 - 05-1P 151273-06-2P 151273-07-3P 
151273 -C8-4P 151273-11-9P 158752-53 -5P 
160906-44-SP 160906-45-6P 160906-46- 7P 
160906-47-8P 160906-48-9P 160906-49-OP 
160906-SO-3P 160906-S1-4P 160906-S4-7P 
160906-55-8P 160906-81-OP 160906-82-1P 
160906-B3-ZP 16O906-84-3P 160906-8S-4P 
160906-B6-SP 160906-87-6P 16O906-9S-6P 

160906- 96-7P 160906-97-BP 160907-00-6P 

160907- 08-4P 
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1995:300051 Document No. 122:64328 Use of Indole derivatives as 
S-HT1 antagonists. Nacor, John Eugene (Pfizer 

Inc., USA) . PCI int. Appl. WO 9425023 Al 941110, 22 pp. DESIGNATED 
STATES: W: AU, BG, BR, CA, CN, C2, FI, HU. JP. ICR. NO, NZ , PL, RO, 
RU, SK; RW: AT, BE. BF, BJ, CF, CG, CH, CI, CM, OE, OK, ES, FR, GA, 
GB, GR, IE, IT, IU, MC, ML, MR, HE, NL, PT, SE, SN, TO, TG. 
(English). CODE*: P1XXD2. APPLICATION: WO 94-1B79 940426. 
PRIORITY: US 93-53930 930427. 

AB The present invention relates to pharnaceutlcal coapns. contg. 

(R) -5- (methyl aalnosul fonylaethyl) -3- (N-aethyl pyrrol Id ln-2-ylaethyl)- 
1H- Indole or (R) -5- (aethylaalnosul fonylaethyl) -3- (pyrrol ldln-2- 
yloethyl)-lH-1ndole for the treataent of conditions such as 
hypertension, depression, anxiety, eating disorders, 
obesity, drug abuse, cluster headache, nigral ne, pain, 
chronic paroxysaal heal crania, and headache assocd. with 
vascular disorders. 

IT 143321-82-8P 

RL: RET (Reactant); SPN (Synthetic preparation); PREP (Preparation) 

(indole derlvs. for treataent of disorders fron deficient 

serotonergic neurotransalsslon) 
IT 1433Z1-74-8P 143321-78-ZP 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(Indole derlvs. for treataent of disorders froa deficient 

serotonergic neurotransalsslon) 
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1994:4B304S Oocuaent Ko. 121:83048 (Acylaal no) Indole derivatives as 
5-HT1 agonists. Nacor, John E. (Pfizer Inc., 

USA). PCT Int. Appl. WO 9321180 Al 931028, 32 pp. DESIGNATED 
STATES: W: AU, BR. CA, C2, DE, JP, KR, NO, K2, PL, RU, SK, UA, US; 
RW: AT, BE. CH, OE. OK. ES, FR. GB, GR, IE, IT, LU, MC, NL, PT, SE. 
(English). COOEN: P1XXD2. APPLICATION: WO 93-US1807 930304. 
PRIORITY: US 92-866382 920410. 

Gl 



R2COYbWNH, 




AB The title coapds. 1 [Rl = H, Cl-6 alkyl, C3-6 alkenyl, C3-6 alkynyl, 
(un)substltuted aryl, etc.; R2 = CF3, Cl-6 alkyl, aryl, Cl-3 
alkylaryl, etc.; R6 = H, OH, alkoxy, aryloxy, acylaalno, etc.; W. Y 
■ aalno acid residue; a = 0, 1; n = 0-2], which are 5- 
HTi agonists (no data), useful 1n the treataent of 
hypertension (no data), depression (no data), anxiety (no 
data), pain (no data), etc., are prepd. Thus, N- 
benzyloxycabonyl glycine was coupled with S-aa1no-3-(N- 
aethy 1 py rrol id i n-2R-yl aethy 1 ) - 1 H- 1 ndol e , produ c 1 ng 
5- (N-benzylojrycarbonylglycyl)aa1no-3-(N-nethyl pyrrol 1d1n-2R- 
ylaethyl)-lH-1ndole in 74* yield. 
IT 14332L-S8-B 143322-01-4 151272-99-8 
154038-83-2 154038-84-3 154038-85-4 
154038-86-5 
RL: RCT (Reactant) 

(prepn. as serotonlnerglc receptor agonist) 
IT 143321-58-B 143322-01-4 151273-38-0 
RL: RCT (Reactant) 

(reactant. In prepn. of (acylaal no) indole serotonlnerglc receptor 
agonists) 
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1994:457330 Docuaent No. 121:57330 Preparation of Indole derivatives 
as 5-HTl-11ke agonists. Macor, John Eugene; 

wythes, Martin Janes (Pfizer Ltd., UK; Pfizer Inc.; Pfizer Research 
and Oevelopaent Co., H.V./S.A.). PCT Int. Appl. WO 9321177 Al 
931028, 70 pp. DESIGNATED STATES: W: AU, BR, CA, CZ, FI, HU, JP, 
KR, NO, NZ, PL, RU, SK, UA, US; RW: AT, BE, CH, DE, OK, ES, FR, GB, 
GR, IE, IT, LU, MC, NL, PT, SE. (English). COOEN: PIXX02. 
APPLICATION: WO 93-EP738 930325. PRIORITY: GB 92-7930 920410. 



AB Title coapds. I [Rl = (Cl-6 acyl)-Cl-3 alkylene, (Cl-6 

alkyl-02C)-Cl-3 alkylene, (H2N0CJ-C1-3 alkylene, (HZN02SJ-C1-3 
alkylene, (HO) C3-7 cycloalkyl, (aryl) C3-6 alkenyl, heteroaryl-Cl-3 
alkylene etc.; R2 = H, halo, F3C, NC, H2H0C, HO, etc.; k ■ 0-2] or a 
salt thereof, are prepd. S-(2-Ethylsulfonylethyl)-3-(2R- 
pyrrod1nylaethyl)-lH- Indole (prepn. given) was reacted with 
2-pyrldylaethyl chloride to give I (Rl = 2-pyrldlylaethyl, R2 = 
Z-EtS02CH2CH2, k = 1). A similar prepd. I (Rl = EtCOCHZ, R2 = 
EtS02CH2CH2, k = 1) evaluated for nax. contraction on saphenous vein 
strip showed an ECSO = 3.1 .tlaes. 10-3M. 

IT 143322-48-9 P 15343S-71-3P 153525-51-0? 
IS3S2SS2-1P 15352S-53-2P 1S3525-54-3P 
153525-S5-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, prepn. of S-KT1 
agonists) 

IT 143322-46-7P 143322-47-BP 15352S-57-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
IT 153435-72-4P 15343S-73-5P 153525-10-1P 

153S25-11-2P 15352S-12-3P 1S3525-13-4P 

153525-14-SP 1535ZS-15-6P 153525-16-7P 

153 525-17 -8P 153525- 18-9P 153525- 19-0? 

153525-20-3P LS3525-21-4P 15352S-22-5P 

153525-23 -6P 153525-24-7P 15352S-2S-BP 

153525-26-9? 153525-27-0P 15352S-28-1P 

153525-29-2? 153525-30-5P 153S25-31-6P 

15352S-32-7P L53525-33-8P 153525-34-9? 

153525-3S-0P 153525-36- IP 1535Z5-37-2P 

153525-38-3P 153525-39-4P 1S3S25-40-7P 

153525-41-8P 153525-42-9P L53525-43-0P 

IS3S25-44-IP 153525-4S-2P 153525-46-3P 

15352S-47-4P 153525-48-5P 153525-49-6P 

153 525- SO-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as SHT1 agonist) 
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1994:298634 Oocuaent No. 120:298634 Preparation of Imidazole, 
trlazole, and tetrazole derivatives as 5-HT1 

-like receptor agonists. Castro Pineiro, Jose Luis; Castro, Pineiro 
Jose Luis; Gulblln, Alexander Richard; Katassa, Victor Glullo; 
Reeve, Austin John; Sternfeld, Franclne; Street, Leslie Joseph 
(Merck Sharp and Oohae Ltd., UK). PCT Int. Appl. WO 9402477 Al 
940203, 83 pp. DESIGNATED STATES: W: AU, CA, JP, US; RW: AT, BE, 
CH, OE, OK, ES, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE. (English). 
CODEN: PIXX02. APPLICATION: WO 93-GB1495 930715. PRIORITY: GB 
92-15721 920724; GB 92-25657 921208. 




AB Title coapds. [I; the broken circle represents two non- adjacent 
double bonds 1n any position 1n the flve-neabered ring; Al = H, 
hydrocarbyl, heterocyclyl, halo, etc.; A2 = groups cited for Al, 
etc.; £ = bond, alkylene; R = heteroaryl group Q; 8 = 0, S, NR3; Rl 
= 2-pyrrolldlnoethyl, 3-aalnocyclobutyl , 3-pyrrolldlnylaethyl, etc.; 
U = N, CR2; R2.R3 = H, alkyl; 2-4 of V,W,X,Y,Z = N and the other(s) 
■ C (sic)] were prepd. Thus, 1 -(4-hydraz1nophenyl)nethyl -1,2,4- 
trlazole and 4-{l-azet1d1nyl)butanal dl-Me acetal (prepn. each 
given) were subjected to Fischer Indole synthesis conditions to give 
title conpd. II. I had pECSO of .gtoreq.5.0 for mediation of rabbit 
saphenous vein contraction. 

IT 154748-38-6? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, In prepn. of 5-HT1 
-like receptor agonist) 
IT 154748-36-4? 154748-37-SP 154748-39-7P 
154804-04-3? 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as 5-HTl-Hke receptor agonist) 
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1994:217271 Document No. 120:21727} Indole derivatives as 5- 
HT1 agonists. Brown, Alan Oanlel; Dickinson, Roger Peter; 
Wythes, Kartln James (Pfizer Ltd., UK; Pfizer Inc.; PfXitr Research 
and Development Co., N.V./S.A.). PCI Int. Appl. WO 9321178 Al 
931028, 146 pp. DESIGNATED STATES: M: AO, BR, CA, CZ. Fl, HU, JP. 
KR, K0, NZ, PL, RU, SK, UA, US; RW: AT, BE, CH, OE, OK, ES. FR, 68, 
GR. IE, IT, LU, KC, ML, PT, SE. {English}. CODER: PIXX02. 
APPLICATION: WO 93-EP867 930408. PRIORITY: GB 92-8161 920414. 

GI 



AB The title coopds. I [R = {un) substituted Ph. pyrldlnyl, pyrldazlnyl, 
pyrlaldlnyl, pyrazlnyl, furyl, thlenyl; Rl = H, Cl-6 alkyl, C3-7 
cycloalkyl, CS-7 cycloalkenyl , C3-6 alkenyl, C3-6 alkynyl, etc.; a * 
1, 2], which are selective agonists at the 5-HT1 
-like subtype of the 5- hydroxy trypt amine receptor, are prepd. Thus, 
I (R ■ 3-C6H4S02NK2, Rl = He, n = 1) was prepd. and demonstrated 50* 
sax. contraction of dog-isolated saphenous vein strip at 3.78 X 10-9 
H. 

IT IS3434-6Z-9 153434-63-0 153434-64-1 
153434-65-2 153434-66-3 153434-67-4 
153434-68-5 153434-69-6 153434-70-9 
153434-71-0 153434-72-1 153434-73-2 
153434-74-3 153434-75-4 153434-76-5 
153434-77-6 153434-78-7 153434-79-6 
153434-80-1 153434-81-2 153434-82-3 
153434-83-4 153434-84-5 153434-8S-6 
153434-86-7 153434-87-8 153434-88-9 
153434-89-0 153434-90-3 153434-91-4 
153434-92-5 153434-93-6 153434-94-7 
153434-95-8 153434-96-9 153434-97-0 

153434- 98-1 153434-99-2 153435-00-8 

153435- 01-9 153435-02-0 153435-03-1 
153435-04-2 153435-05-3 153435-06-4 
153435-07-5 153435-08-6 153435-09-7 
153435-10-0 153435-11-1 153435-12-2 
153435-13-3 153435-14-4 153435-15-5 
153435-16-6 153435-17-7 153435-18-8 
153435-19-9 153435-20-2 153435-21-3 
153435-22-4 153435-23-5 153435-24-6 
153435-25-7 153435-26-8 

RL: RCT (Reactant) 

(prepn. as 5-HT1 receptor agonist) 
IT 143322-46-7 143322-57-0 153435-54-2 
1S3435-S5-3 153435-56-4 153435-57-5 
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153435-58-6 153435-71-3 153435-72-4 
153435-73-5 
RL: RCT (Reactant) 

(prepn. as Interned late In prepn. of 5-HT1 
receptor agonists) 
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1994:106995 Document No. 120:106995 Preparation of azole Indole 
derivatives as 5-HT1 agonists. Kacor, John E.; 
Nowakowskl, Jolanta T. (Pfizer Inc., USA). PCT Int. Appl. WO 
9318032 Al 930916, 38 pp. DESIGNATED STATES: W: AU, BR, CA, CZ, 
DE, JP, ICR, NO, NZ, PL, RU, SK, UA, US; RW: AT, BE, CH, OE, OK, ES, 
FR, GB, GR, IE, IT, LU, HC, NL, PT, SE. (English). COOEN: PIXX02. 
APPLICATION: WO 93-US1667 930303. PRIORITY: US 92-846640 920305. 
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1994:106761 Document No. 120:106761 Indole derivatives as serotonin 
receptor (5-HT1) agonists. Macor, John £.; 

Wythes, Kartln J. (Pfizer Inc., USA). PCT Int. Appl. WO 9320073 Al 
931014, 43 pp. DESIGNATED STATES: W: AU, BR, CA, CZ, OE, JP, KR, 
NO, NZ, PL, RU. SK, UA, US; RW: AT, BE, CH, DE, OK, ES, FR, GB, GR, 
IE, IT, LU, HC, NL, PT, SE. (English). CODEN: PIXX02. 
APPLICATION: WO 93-US1967 930310. PRIORITY: US 92-864737 9Z0407. 

GI 



AB Title coapds. I (A = bond, Cl-4 alkyl, Cl-4 alkenyl; n « 0-2; Rl = 
H, Cl-6 alklaryl, aryl, CI -3 alkyl heteroaryl , R6(CH2)o wherein R6 = 
NC, F3C, etc., a = 1-3; w, X, Y, Z = 0, S. N, C such that at least 
one of U, X, Y, Z 1s «; R2, R3, R4, RS = H, 01-6 alkyl, aryl, Cl-3 
alkyl aryl, Cl-3 alkyl heteroaryl, halo, NC, F3C, 02N, etc.; one of 
R2R3, R3R4, R4R5 * 5-7-nembered alkyl ring, 6-aenbered alkyl ring, 
S-7-neabered heteroalkyl having 1 of 0, N, S, etc.; R)l = H, R120, 
R120HN wherein R12 = Cl-6 alkyl, aryl, Cl-3 alkylaryl) an a salt 
thereof useful as 5-HT, agonists (no data) and In disorders arising 
from deficient serotonlnerglc neurotransmission (no data), are 
prepd. (R)-I (A = bond, n = 1, Rl = PhCHZOZC, W = 5, Z = N, X = Y = 
C, RZ = R3 = Rll - H, R4 = PhCHZ) (prepn. given) In THF was treated 
with L1A1H4 to give (R)-I (A = bond, n » 1, Rl * Me, W = 5, Z = N, X 
= Y = C, R2 = R3 = Rll = H, R4 = PhCH2) . 
IT 152362-19- IP 1S2362-20-4P 152362-21-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 

(prepn. and reaction of, 1n prepn. of S-HT1 

agonist) 

IT 152362-15-7P 152362-16-8P 152362-17-9P 
IS2362-18-0P 152362-32-8P 152362-33-9P 
RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as 5-HT1 agonist) 




AB Three aenbers of claimed Indoles I [n = 0-Z; a = 0-3; W = 7 types of 
oxo- and/or thloxo-substltuted azolldlnyl radicals (pyrrol Id 1 nyl , 
1a1d«ol1d!nyl, oxazolldlnyl, th1a20l1d1nyl) with optional addnl . 
substltutents; Rl = H, (hydroxy) alkyl , alkenyl, alkynyl, aryl, 
alkylaryl (sic, e.g., CH2Ph), alkyl heteroaryl , certain 
heterofunctlonal -terminated alkyl; R2 = H, 0R3, NHC0R3; R3 = H, , 
alkyl, aryl, alkylaryl), potent 5-HT1 agonists 
(no data), were prepd. for treatment of hypertension, 
depression, anxiety, obesity, migraine, etc. For example, Mltsunobu 
coupling of the ale. (R)-l-(N-benzyloxycarbonylpyrrol1d1n-2-yl)-3- 
hydroxypropene with 2-bromo-4-(2-oxo-l,3-oxazol1d1n-4(5)-y1methyl)-l- 
(trlfluoroacetyl ami no) benzene at the amide N (100% yield) , followed 
by Pd(0Ac)2-catalyzed cycllzatlon to an Indole (40%), hydrogenolytlc 
deprotectlon (69%), and N-alkylatlon with HeOCHZCHZBr (36%). gave 
title compd. II. 
IT 143322-S7-0P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(Pd-catalyzed coupling; prepn. of indole derlvs. as 5- 
HTl agonists) 
IT 1S2305-14-1P 152305- 19-6P 152305-20-9P 
152305-11 -OP 152305-24-3 P 152305-25-4P 
RL: SPN (Synthetic preparation); PREP (Preparation) 

(Intermediate; prepn. of Indole derlvs. as 5- 
HTl agonists) 
IT 15230S-12-9P 152305-U-OP 152305-22-1P 
152305-26- 5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of Indole derlvs. as 5-HT1 agonists) 
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1993:662341 Ooeuaent No. 119:262341 Con format Ion ally restricted 
sumatriptan analogs, CP-122,288 and CP-122,638 exhibit enhanced 
potency against neurogenic Inflamatlon 1n dura mater. Lee, Won 
Suk; Moskowltz, Michael A. (Stroke Research Laboratory, neurosurgery 
and neurology Services, Massachusetts General Hospital, Harvard 
Medical School, 32 Fruit Street, Boston, MA, 02114, usa). Brain 
Res., 626(1-2), 303-5 (English) 1993. CO0EN: BRREAP. ISSN: 
0006-8993. 

AB CP-12Z.2S8 and CP-122,638 (analogs of suaatrlptan In which the 

C3-aalnoethyl side chain has been oodtfled) blocked plasma protein 
extravasation response within dura Hater following trigeminal 
ganglion stimulation. The threshold (1 and 0.1 pool/kg, resp.) was 
remarkably lower than for suaatrlptan (7 nool/kg), as was the dose 
at aax. response. As with suaatrlptan, substance P-lnduced plasaa 
leakage was unaffected by either coapd., and netergollne only 
partially (27*) reversed the effects of CP-122,288. The data 
suggest the Importance of nodlflcatlons at the anlnoethyl side chain 
to the actions of suaatrlptan and possibly to the treatnent of 
nigral ne headache. 
IT 1 43321-74 -B, CP 122288 143321-78-2, CP 122638 
RL: BIOL (Biological study) 

(neurogenic pachynenlngltls- Inhibition by, structure In relation 

to) 
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1993:649833 Oocuaent No. 119:249833 Indole derivatives which are 

potent scroti nln receptor antagonists. Macor, John E. {Pfizer Inc., 
USA). PCT Int. Appl. WO 9311106 Al 930610, 65 pp. DESIGNATED 
STATES : W: AU, BR, CA, CS, OE, FI, HU, JP, ICR, KO, PL, RU, UA, US; 
RW: AT, BE. CH, OE, DK, E5, FR, GB, GR, IE, IT, LU, MC, KL, SE. 
(English). COOEN: PIXXD2. APPLICATION: WO 92- US8306 921006. 
PRIORITY: US 91-796744 911125. 



AB The title coapds. I [Rl = CH2CH2NR7R8, Ql, Q2 (dotted line 

represents an optional double bond), etc.; R7.R8 = H, Cl-6alkyl, 
aryl, Cl-3alkylaryl, etc.; X = 0, NH, S; Z = (un) substituted 5- or 
6-membered heterocycleo; R7R8 nay fora a 4- to 6-oeabered ring], 
which are potent serotonin (5-HT1) receptor 
antagonists (no data), useful m the treataent of 

hypertension (no data), depression (no data), anxiety (no 
data), eating disorders (no data), obesity (no data), etc., are 
prepd. Thus, (R)-5-am1no-3-(pyrrol1d1n-Z-ylmethyl)-l-K-1ndole was 
prepd. by hydrogenolysls of (R) -3- (N-ben/yloxycarbonyl pyrrol Idl n-2- 
ylmethyl)-5-d1 benzyl am1no-lH-1ndole. 
IT 143321-58-8P 143322-01-4P UU7Z-8B-7P 

ISU72-89-8P 151272 -90- LP 151272-99-0? 

151273 -00-6P 151273 -01-7P 151273-02-8P 

151273 -03-9P 15127J-04-0P 151273-05-1P 

151273-06-2? 151273-07-3 P 151273-08-4P 

151273-09-5P 151273-11-9P 151273-12-OP 

151273-13-1? 151273-14-2P 151273-15-3? 

151273-16-4? 151273-17-5P 151273-18-6? 

151273-19-7? 151273-20-0? 151273-21-iP 

151273-38-0P 151273-42-6? 1S1273-44-8P 

151273-46-0? 151273-48-2P 151305-77-OP 
RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. and serotonin receptor antagonist activity of) 
IT 143322-68-3 151273-10-8 
RL: RCT (Reactant) 

(reaction of, In prepn. of indole serotonin receptor antagonist) 
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1993:168927 Document No. 118:168927 Synthesis of a conformational ly 
restricted analog of the anti-migraine drug sumatriptan. Macor, 
John E. ; Blank, David H . ; Post, Ronald J.; Ryan, Kevin (Cent. Res. 
01v., Pfizer Inc., Groton, CT, 06340. USA). Tetrahedron Lett., 
33(52), 8011-14 (English) 1992. CODEK: TELEAY. ISSN: 0040-4039. 
OTHER SOURCES: CAS REACT 118:168927. 



L7 ANSWER 19 OF 21 CAPLUS COPYRIGHT 1996 ACS 

1992:571215 Document No. 117:171215 Preparation of 

3- (heterocyclylmethyl) Indoles as drugs. Macor, John Eugene; Wythes, 
Martin Janes (Pfizer Inc., USA). PCT Int. Appl. WO 9206973 Al 
920430, 8Z pp. DESIGNATED STATES: W: AU. BG, BR, CA, CS, DE, FI, 
HU, JP, ICR, NO, PL, RO, SU, US; RW: AT, 8E. BF, BJ, CF, CG, CH, CI. 
CM, DE, DIC, ES, FR, GA, GB, GR, IT, LU, ML, MR, NL, SE, SN, TO, TG. 
(English). CODEN: PIXXD2. APPLICATION: WO 91-US7194 911008. 
PRIORITY: US 90-597928 901015. 




AB The synthesis of conformational ly restricted suaatrlptan analog 1 (R 
= Me) (II) Is described. The Mltsunobu coupling of hydroxypropene 
III (C8Z = benzyloxycarbonyl) with trlfluoroacetanlllde IV 1n the 
presence of Ph3P and OEAD gave 67* Intermediate V, which underwent 
an Intranol. Heck reaction with Pd(0Ac)2 1n the presence of Et3N In 
DMF to give 81% protected analog I (R = CBZ) . A bonus of the latter 
cycllzatlon was the concomitant loss of the trlfluoroacetyl group. 
1 (R = CBZ) was reduced with L1A1H4 in reflux 1 ng THF gave 65* II. 
Ill was prepd. from pyrrolidine VI 1n 4 steps, whereas IV was prepd. 
from 4-02NC6H4CHZC1 In 6 steps. 

IT 143321-74-8? 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and antimigraine activity of) 

IT 143321-82-8? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and hydride redn. of) 




AB Title conpds. I [n = 0-2; R2 - H, halo, cyano, R40 (wherein R4 = H, 
Cl-6 alky), aryl), R6R5NC0(CH2)m, R6R5N502(CH2)ra (wherein R5, R6 = 
H, Cl-6 alkyl, aryl, Cl-3 alkylaryl, R5R6 = 4-6-menbered ring), 
R8C0NR7(CH2)n R8S02NR7(CH2)a (wherein R7, RS = H, Cl-6 alkyl, aryl, 
Cl-3 alkylaryl), R8(0)xS(CH2)m, R6R5NC0NR7(CHZ)n, R90ZCNR7 (CH2)m, 
R10(CK2)yCH:CH (wherein R9 = H, Cl-6 alkyl, aryl, Cl-3 alkylaryl, 
RIO = R6R5NC0, R6R5NS0Z, R8C0NR7, R8S0ZNR7, etc.); m =0-3; X = 1, 
2; y * 0-2; R3 = H, alkyl], useful as 5-HT1 
agonists, centrally acting antihypertensives, and 
vasodilators (no data) are prepd. (R)-3-[N- 

( Benzyloxycarbonyl) pyrrol 1d1n-2-yl)carbonyl]-5-nethoxy-lH- Indole 
(prepn. given) was refluxed with L1A1H4 1n THF to give (R)-I (RZ = 
MeO, R3 = Me, n = 1). 

IT 143322-64-9 

RL: RCT (Reactant) 

(hydrogenatlon of. In prepn. of serotonin agonist) 

IT 143322-46-7? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, 1n prepn. of Indole derlv. drugs) 
IT 143321-79-3? 143321-80-6? 143321-B1-7? 

143321- 82-8? 143321-83-9? 143321-84-0? 

143322- 01-4? 143322-02-5? 143322-03-6? 
143322-04-7? 143322-07-0? 143322-57-0? 
143322-65-0? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, In prepn. of serotonin agonist) 
IT 143321-58-8? 143321-72-6? 143321-73-7? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and reaction of, in prepn. of serotonin agonist drug) 
IT 5275-05-8? 101832-07-9? 143321-54-4P 
143321-S5-5? 143321-56-6? 143321-57-7? 
143321-59-9? 143321-60-2? 143321-61-3? 
143321-62-4? 143321-63-5? 143321-74-8? 
143321-75-9? 143321-76-0? 143321-77-1? 
143321-78-2? 143322-05-8? 143322-06-9? 
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1433ZZ-10-5P 1433Z2-U-6P 1433Z2-IZ-7P 
1433ZZ-13-8P 1433ZZ-14-9P 1433Z2-15-OP 
1433Z2-16-1P 1433ZZ-17-ZP 1433ZZ-18-3P 
143322 -19 -4 P 14332Z-Z0-7P 1433Z2-ZI-8P 
1433Z2-ZZ-9P 1433ZZ-Z3-0P 1433Z2-Z4-1P 
143322 -25- 2P 143322-26-3P 143322 -27 -4P 
1433Z2-Z8-SP 143322-29-6P 1433Z2-30-9P 
143322 -31 -OP 1433Z2-32-1P 143322-33 -2P 
143322-34-3P 143322-35-4P 143322-36-SP 
143322-37-6P 143322-38-7P 143322-39-6P 
143322-40-1P 143322-41-2P 143322-42-3P 
143322-43 -<P 143322 - 44-SP 143322-4S-6P 
143322-47-BP 143322-46-9P 143322-49-0P 
143 322- SO- 3 P 1433ZZ-S1-4P 143322-S2-SP 
1433Z2-S3-6P 143322-S4-7P 1433ZZ.S5.8P 
143322-S8-1P 1433ZZ-S9.ZP 143322-60-SP 
143322-61-6P 143322-62-7P 143322-63-6P 
1433ZZ-67-ZP 1433Z2-68-3P 143322-69-4P 
1433ZZ-71-8P 143393*07. IP 143393-09-3P 
143S77-59-7P 143S77-6O-0P 143S77-61-1P 
143577.63.3P 

RL: BAC (Biological activity or effector, except adverse); SPN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 
(prepn. of, as drug) 
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1991:165267 Document No. 114:185267 Preparation of Indoles and analogs 
as dopamine agonists and antihypertensives- Brubaker, Abraa N. 
(Research Corp. Technologies, Inc., USA) . U.S. US 4973593 A 
901127, 17 pp. (English). CODEN: USXXAM. APPLICATION: US 87-61428 
870804. 

GI 



•* XI 
(R4)(R3)Ar-CH2 



}Ar-CH2 ^ J 



AB The title conpds. I (Ar - aryl, heteroaryl, etc.; Rl = H, alkyl, 
cydoalkyl, OH, alkoxy, etc.; R, R2 = H, alkyl, aryl; R3, R4 3 H, 
alkyl, OH, alkoxy. amino, etc.; nl ■ 0 Or J; KZ ■ 0-3; XI, X2 = 0, 
CH, S, etc.) were prepd. 1 possess peripheral dopamine agonist 
activity and are devoid of any central dopamine stimulating 
activity. I are Inactive at dopamine receptors In the brain. I are 
potent antihypertensives (no data). A mlxt. of Et 
6- [[4- (p-tolyl sul fonyl) 1 ndolyl] methyl] -1 ,4-d1oxa-7- 
a/asp1ro[4.5]decane-7-carboxylate and L1A1H4 In TKF was refluxed for 
12 h to give 6-(4-lndolylmethyl-7-methyl-l,4-d1oxa-7- 
azasp1ro[4.5]decane, which exhibited ID50 of 0.095 aol/kg In the cat 
cardloaccelerator assay (CCA). (CCA Is used for evaluation of 
dopamine agonist activity). 

IT 13333Z-6S.0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation) 

(prepn. and reaction of. In prepn. of antihypertensive 

and peripheral dopamine agonist) 
IT 13333Z-64-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as antihypertensive and peripheral dopamine 

agonist) 
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1974:59926 Document No. 60:59926 1, 2,4a, 5, 6, 8,9, 14, 14a, 14b- 

decahydrobenz[a]lndolo(2,3-g](ju1nol1z1n-3(4h)-ones. Morrison, Glenn 
C; Shavel, John, Jr. (Warner-Lambert Co.). U.S. US 3772306 731113, 
3 pp. (English). CODEN: USXXAM. APPLICATION: US 71-202570 711126. 
AB The title compd. (I) was prepd. by cycllzlng l,2,3,4-tetrahydro-l-(3- 
1ndolylmethy1)-6-nethoxylsoqu1nol1ne with CH20 to give 
5,6,8,9,14,14a-hexahydro-3.methoxybenz[a]1ndole[2,3-g]qu1nol1zlne, 
followed by oxldn. to 1, 5.6,6,9,14, 14a, 14b- 

octahydrobenz[a]lndo1o[2,3-g]qu1nol1z1n-3(2H)-one and redn. of the 
4, 4a -double bond. I are antihypertensive. 
IT 13U8-Z0-Z 

RL: RCT (Reactant) 

(reaction of, with formaldehyde) 

L8 2 SEA F1LE<APREVIEWS L4 
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AN 95:656760 CAprevlews 

TI The In vivo pharmacological profile of a 5-HT1 receptor agonist, 

CP-122,268, a selective Inhibitor of neurogenic Inflammation 
AU Gupta, P.; Brown, 0.; Butler, P.; Ellis, P.; Grayson, K. L.; Land, 

G. C; Macor, J. E.; Robson, S. F.; Wythes, M. J.; Shepperson, N. B. 
CS Departments of Discovery Biology and Olscovery Chemistry, Pfizer 

Central Research, Sandwich, Kent, CT13 9NJ, UK 
SO Br. J. Pharmacol. (1995), 116(5), 2385-90 

CODEN: BJPCBM; ISSN: 0007.1188 
OT Journal 
LA English 

AB The aim of the present study was to investigate the in vivo 
Pharmacol, profile of CP-122,286, an Indole-derlv. with a 
con format lonally restricted N-methyl pyrrol Idlnyl basic side chain 1n 
the C-3 position. This C-3 substltuent structurally differentiates 
CP-122,268 from the 5-HT1D receptor agonist sumatriptan, which 
possesses an N,N-d1methy1am1noethyl group. When administered prior 
to elec. stimulation of the trigeminal ganglion, CP-122,268 (0.3-300 
ng kg-1, l.v.) produced a dose-related Inhibition of plasma protein, 
extravasation In rat dura mater (m1n. EO, MED, 3 ng kg-1 l.v., P < 
0.05; maximal Inhibition of plasma extravasation at 30 ng kg-1 l.v., 
P < 0.01). Sumatriptan produced a similar Inhibition of plasma 
leakage In the dura, but at much higher dose levels (MED, 100 .mu.g 
kg-1 l.v., P < 0.05). Thus, CP-122,268 Is of the order of 104 fold 
more potent than sumatrlpan. At all doses tested, CP-122,288 did 
not Inhibit plasma protein extravasation measured In extracranial 
tissues such as the lower Hp, eyelid, and conjunctiva. In a sep. 
series of studies In the anesthetized rat, CP-122,268 (0.003-3 .mu.g 
kg-1 l.v.) produced no change 1n either heart rate or mean arterial 
blood pressure, thus demonstrating that doses of CP-122,288 which 
inhibit plasma protein leakage In rat dura, are devoid of 
hemodynamic effects. Following a 5 mln period of elec. stimulation 
of the trigeminal ganglion, a 20 mln period of sustained 
neurogenlcally-drlven plasma extravasation, occurring In the absence 
of elec. stimulation, was Initiated. By administration of the 
compd. 5 mln after completing the phase of elec. stimulation, this 
protocol permitted the evaluation of the activity of CP-122,288 on 
the ongoing and established Inflammatory event. CP-122,288 (30 and 
300 ng kg-1, l.v. P O.01 and P <0.05, resp.) produced a complete 
Inhibition of plasma protein leakage which was consistent with Its 
effects when administered prior to trigeminal ganglion stimulation. 
In the anesthetized dog, CP-122,288 and sumatriptan, at 1-300 .mu.g 
kg-1, l.v., produced a dose-dependent redn. 1n carotid arterial 
blood flow and coronary arterial dlam. These data demonstrate that 
sumatriptan inhibits neurogenic Inflammation in the rat (MEO, 100 
.mu.g kg-1, l.v.) and produces vasoconstriction 1n the dog, over a 
similar dose-range. Interestingly, doses of CP 122,288 that inhibit 
neurogenic Inflammation In rat dura mater (0.3-300 ng kg-1) were 
demonstrated to be devoid of vasoconstrictor activity 1n either the 
carotid or coronary vascular beds of dog. These data demonstrate 
that In the rat, CP-122,288 Is a highly potent and selective 
Inhibitor of neurogenic Inflammation in intracranial tissues, at 
doses which are devoid of vasoconstrictor activity 1n dog. 
Potentially, CP-122,288 may be of use for the acute treatment of 
migraine, without the risk of cardiovascular side-effects. 
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AH 95:538604 CAprevlews 

Tl Preparation of trlazole derivatives as serotonlnerglc agonists 
IH Matassa, Victor Glullo; Sternfeld, Franclne: Street, Leslie Joseph 
PA Merck Sharp »nd Oohae Ltd., UK 
SO PCT Int. Appl., 49 pp. 

CODEH: PIXXD2 
PI WO 9521166 Al 950810 

DS W: AM, AT, AO. 88. 8G, BR. BY. CA. CH, CH, CZ. OE, OK, EE, ES. FI. 

GB, GE, HU, JP. KE, KG. KP. KR, KZ, LK, LR. LT, LU, LV, MD, MG. 
MX, MW, MX. ML, NO. HZ, PL. PT. RO. RU. SO. SE, SI. SK, TJ, TT, 
UA, US 

RW: KE. MW, SD, SZ, AT. BE. CH. DE, OK. ES. FR, GB, GR, IE, IT, LU, 
MC, HL, PT, SE, BF. BO. CF, CG, CI, CM, GA, GH, ML. MR, HE, SH. 
TO, TG 

AI W0 95-G8134 950124 
PRA! GB 94-2016 940202 
OT Patent 
LA English 

AB Trlaiole derivs. represented by foraula (IIA), and salts and prodrug 
thereof, wherein Rl represents Cl-6 a1koxy{Cl«6)alkyl, C2-6 alkenyl, 
C2-6 alkynyl, C3-7 cycloalkyl, C3-7 cycloalkyl{Cl-6)alkyl, aryl, 
aryl (CI -6) alky 1, aryloxy{Cl-6)alkyl, aryl (C2-6) alkenyl, 
aryl (C2 -6) alkynyl, C3-7 heterocycloalkyl (Cl-6)alkyl . heteroaryl, 
heteroaryl(Cl-6)alkyl, heteroaryl (C2-6) alkenyl or 
heteroaryl (C2-6) alkynyl, any of which groups aay be optionally 
substituted; are selective agonist of 5-HTl-11ke receptors and are 
therefore useful In the treatment of clln. conditions, In particular 
algralne and assocd. disorders, for which a selective agonist of 
these receptors Is Indicated. 
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C» lH-Indole-5-aet(nn«ulfonia1de, N-netl)yl-3-[(l-oettiy1-2- 

pyrrolldtnyljnethyl]-, {RJ- (9C!) (CA INDEX MAKE) 
OTHER RAKES: 
CH CP 1ZZZ88 
F5 STEREOS EARCN 
KF C16 HZ3 H3 02 5 
SR CA 

LC 5 TB Files: CA, CANCERL1T, CAPiUS, CAPREVIEW, CAS REACT, 

CHE* INFORMIX, AE0L1NE, TOXLIT 
DES 1:R 

Absolute stereocneolstry. 
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